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PROBLEM TO BE SOLVED: To obtain aminoalcohols having excellent 
immunosuppressive action, pharmacologically permissible salts thereof, 
esters thereof or the other derivatives. 

SOLUTION: The aminoalcohols having a general. formula (I), wherein R1 
and R2 are each hydrogen atom or a protective group of amino group; 
R3 is hydrogen atom or a protective gr.oup_o.f hydroxy group; R4 is a 
lower alkyl group; X is ethylene group; R5 and R6 are each hydrogen 
atom or a group selected from a substituent group (a); (m) is an integer 
of 1 to 9; (n) is an integer of 1 to 6, pharmacologically. permissible salts 
thereof, esters thereof or the other derivatives are provided. 
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;fr;l>3R=7k 1, 2-^f;l/7h*^Mx;I/ > 
1, 3-^f;V7h^^>*;«x;K 2, 3-v^ 
h+^^j/Wx/l/I^J; 5 ^J^.S 1 7 fBOtt 

C 1 - C 4 7;l/3+>'^;l/#x;l/ST^ K> . £lc»igfc:te 
Ci-C2T;l/Xi+S/^;l/^x;l/Si?feO. SfeWiStcti 

[0039] ±B3S*; BJWaoSdiListfa r{g 
»»llfi«TS/7l/»j 7kJWR : ?Xtt»ft«U<tt^tt- 

-<;k ^\^y-r;K 7^'Jd^ ^^^Ud^k 
FV>T;l/*<0<fc5aBaR» 1 7iM7ffl<OlK«X«» 

s«fi»Bisa)iT5/;i/»7»* 0 . tftmciz c 1 - c 4 fgjfi 

flgffiSRT^bSTfet), MfcJffatcttr-fe^l/Xttyn 

[0040] ±KK*. ««»»aOffil|j«:fe*t« r^e 
y -ffi^sr ^ y sj a. wis mmr;^^ 

SJ «<l«75y»j:tt^Lft|(iai / ftfeOtKI*** 
*;]/T^S^ sCVOV-jyT^S, 2-*^-)\s7=f-)\sT 

^y, ^*^y=f-)\sT^/ , i-x^/pt!;i/7 = 
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^y^frT^/, 3 -y^;b^y^;l/7 3y, 2-y=j- 
fo^yf-frT^;, i -y^;i^y^;i/7 3y, 3, 3 

-ittl-fl/ttfoT^S, 2, 2-isy?-J\s7^;lT^ 

y. 1, 1 -i/y^^f^T^y, 1, 2—>v^;i/ 
-y^jiy^y, 1, a-^y^i/y^Krsy. 2, 3 

-i/^^;l/7^;l/7 3y. 2-xf-;V7f;V7^/lO 

<k a «KXft 1 nm 6 ioi(Rii»fia*y-fi»7 

M;l/7^yit'$ 0 . SfStC^y - C 1 - C< T)V*r 
;b7^/STfcD, Mlc»iSlcte^y-Ci-C 2 7;b* 
;I/7^/lTSD, ^#glctey^;b7 3ygT& 10 

[0 0 4 1] ±fBS^> W&MMa<D7£mfc&tfZ> 

-fi»7;i/*;i/75/U tt. ME r«»7;i/*;i/ij 

7^7, ^xf;l/7^/, N-xf;l/-N-^f;l/7^ 
y, 5/7a tfjl/rsy, s;7f;l/7^/, >^y^;i/7 

C 4 7/M^7 ^78^9 1 71S 6 ffl£>ifi85 

X«Ma^-ffi»7;^;l/7 ^ / ST$ 5 , HlcfcF® 
fctes?- c 1 - c 2 7;i/^;V7 3 /ITS 0 > «fcj?a[i<: 20 
lit?* ^frT 5 y 8^**0 

[0042] ±ea*. «»»»a©ft«te:fe»* rfi 
iissi7^7^/ij ±15 mmmmrnrisfr 

Sj #73yg&c^LteS^U *;l/3;l/ 
T^y. 7*z=f-)\sT^y, ya^x;l/7 = y, 

;i/73 y. -rv^y^r^y. ^uu;i/T5y, -rv 

/*uy;W3A fc^a^;l/73y. ^f/^;l/7^ ? 
y, 7>Ua-f/l/7Sy, ^*^Uo^7 = A *u 

h y - y ;i/7 3 y 10 j: -5 temmm 1 Jbs 7 ffl^iax^ 

[00 4 3] ±IHi£*> RiRZfRiCDfemclolfZ T7 

Sffl^n§7^yS^IS^t«L, mifS 

cm7-fe^/b> ^>nD7W;K hU^nn7W 
;K h U 7;P*D7«fef-;l/©cJ: 5 aApy/fiftBli 
7^;bS. *h*Z'7te*;\'<D&5ft{BMT?]/x*i/'e 

®j ;-<yyV;k 1 — r>^>#/l/#— *;K 2-^y 

1- gL<»2-t7H;l/Oi5ft 
7'J-;l/*;l/^-;l/S, 4-^nn^/^;W 4 -7 
;l/^n^yy^;l/©<£ 5ft>^nyy 7y — ;l/ # -fr 
m, 2, 4, 6-h^f;K^;K 4-f;W 
;l/<D<fc -5 ft{£Sft7;l/*7l/^B»^nte7 "J — 

;l/S, 4 -7- y-Y;l/«ck o ft^r/l^^-eBSSS 
hft7y-;l/*;l/#^;l/i, 4--ha^^;l/, 2 
- - h p^^y^WJ: 9 ft— huT'Wmznrcy U — 

2- Wh+S/**fc;W so 
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— ;l/S, 4 -7x^My^;^J:9^7 
U titeT 'J - E<D 

*7^;WSj ;fufE r«»7;i/3t^4M-;Hj , 

2. 2, 2-h'J^noxh^>^l/fc;K 2-hU 
y y h^i/^;l/^n;i/CDcfc Ste^WfySTc 

#;l/#-;l/gft£cD r7;l/3*^*;.l/#n;i/|Hj ; if- 

;l/3«- ;l/©± -5 &7^;l/*;b*+ 4 - 
^ h+^^>^*^*;l/#x;K 3, 4-^y 
->^y> ? ;l/^^>'^;l/^;I/> 2 -xho^yi/;^ 

4-xh D^<y^;l/^-*->^;l/#— 
cfc -5 ftSJ&SP a <p 63W!« na*T 1 7hm 3 fflB^^ . 

3-)\s*yV)W *^;I/S^y:/ntf;]/S/y/l^ y^;l/~S>- 

37 x — ;l/y^;b-> y ;K ^7 x y tf U 

"7 x y 7a tf y ;1/<D £ -5 ft 7 y — 

te « 7 y fi»7;l/^;l/ k T h y nte y ;l/ 
Sftif^ rs/y;MHJ ;^y^;K 7x*f;K 3-7 

^7ix;^f;K h'J7xX;l/^f;K a ~^ 

^^;l/^^x-;i/y^;i/, 9-7yxu;W^J;^ 
ft 1 - 3 {@<D7 y — ;l/S^HS!Sntefi»7;l/+;l/a. 
4^^M>y>V" 2, 4, 6-hyy^;l/^>^ 
;K 3. 4, 5- hy y^-o^K 

yi/;K 4-^ h*S/7xx;^7xx;l/^f;K 2- 
xha^^^K 4-xhn^^K 4-^dp^>- 
i/;!/. 4 - ^D^y^/K 4 -^7/^y^/k 4- 
^7y^>^7xx;Mf;l/, tfX (2--hD7 
x-;W y^;K tf^D-;l/Oid.aflBR7';l/*;l/, fg 
?S7;l/3i^^> xhn, AnSfttti/7/T*7y-;WB 
^«»*tifc 1 -3«07y-;l/*-e«lftSnteffi«7' 
;b^;bSftif^ T79;l/*;MBj ; ft^tftcN, n-s^ 
y^-;i/7 3yy^i^y > ^y^y^y, 4-^h+^ 
>^ufx 4-xhD^ijf^ iJ-y^yfx 

5-^DU+fU>/>JfX ^"7xX;Mfl/X (5- 
^no-2-bFn+i/7xx;l/) 7xx;^fl/y^ 

i^ft rs/y7*K**«-r*«ift«nfe^^u>aj 

77M;l/t^^^;P^x;l/lX^lMS a 

[0044] R 3 ^etc^^ r 7 j<^sco«®Sj 
a, ftP7jc*»», *D7i<^«?, am^ft?. flea*©* 5 a 
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[0 0 4 5] ^cD<fc"5& rjg/£tc*>tf3«»gj 

1ftE rffi»7';l/*;l/|Sj : Sul2 rggflS^Z 
S//WRJ ; tut 2 r5?§^T »j :^h5fcHn£9 
y-2->T/l/. 3-/p^fh7t: Fnfc^y-2 — f/t\ 
4-* h+^fh7fc Katf^y-4— f;K rh7dF 

fc^y-4 — OWDcfcSft rfh7t:Kntf7-;TOf 10 
h^t: KD^*lf9— ;M»J ;fh7tKP77>-2- 

KP77-;l/Xttfh7H Kn^77i;l/SJ ; 
MB ryy;Hgj : * h*^**-^ i. i -s^^-i 

yx h+^^bO J: 5 affiRT^l/a+^ftfilRT^n 
^v^^g, 2, 2. 2-h'J*PPXh*^f 
;l\ ^(2-*ppxh*s/) ^rt/tOcfc-S&^n^V 20 
<MT/l/=i*s/**7i/»© rr;bn4^>^f*;l/Sj ; 1 
-x>+^>xf;K i-(^yypfr» x^;I/<D£ 
5ft««77l/3*S/ftx^;l/a % 2, 2, 
pxf ;1/(0«J; a SApyyftxf ^ rgg&x^;!/ 
Sj ; S5IB rT5;i/*;MHj ; tufE rz;i/=i+^*;v* 
x;mKj ; MIH r^^-ir— ; M . 

[0 0 4 6] r£ttrtT*n*#»<DJ: -5 

;K >^ 5 / T^)\y^r is * ^/k 1 -T^h^r 

Z/JL*>]/<D&5&Tis>l'**isT)l'*)im ;i - 
4^#;l/#x;l^4^>) x^/k 1- (xh^v'^W 
x;M-*S/) x^/k xh+i/ij/l/fol/t^^^f 
;k 1- Wy^n**^***-;!/***/) x^;k 
1 - ( t -7 h+S'fcJl/tfx/l/^S') x^;k 1 - 
(xh+^*;Wx;l/*+^) ^oif;K l- Cy*n 
^^l/^v'^^^x;!/^-^^) x^;l/<D<fc5* 1 - 

;H; 4-^f;l/-**ymyUx;W^;k 4- 
7xx;l/-^y W^y Ux;b^f ;K ^VS^t* 
V Ux;l/><?-/I/£> J: 5 ft**y S?;**y i/-;l/^f;I/S 

yitfifl!)xXT-;Wgj««»j ; *;W^>T;i/» ; <*ys> 
S ; **y**-uy ; f*.*y^fu>©«t5a r2o so 
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^S/*;l/#x;l/Oi -5 * r^;l/5Kx;l/^^i/Z;V^;l/* 
*i/#;l/#x;bgj fOJ:5a!S 

[0 0 4 7] COJ:^3B:lH*p*^»0««JI4:UT^ 

asr ^7i/»xtt««»« a 6awR*ti*«-e 1 75^3 
[oo4 8] r*o«3±§msn5tBj 'ta, *%bb 

O-SSS (I) **-r*ffc**tt, 75/iOJ:54« 
»tt©»«*-rs»&fc:ti«fcKffiS-&* c t cfc D . 

[0 0 4 9] tgSttStcS^<tSi:LTti, 

mmmmommmm ; hvy 

/k^u^£>x;k*>^. x^yx/i/^y^ifiOcfc? 
ftfi»7;i/*yx;i/*y««, "<y-tfyx;i/*y»tfi, 
p-h;l/xyx;l/^yffitS^<fc-5S:Tl)--;l/X;l/^yK 

wy«*«®**«*;;fttf, yys/>*. 

±g N *;l/x^>S N ^;b*5>»SB, 7 

[0 0 5 03 -73. »tt»tc»'^<tti:LT«, »3Stc 

T;l/*yddB&«*. 7;l/^x^A«, ^ffi^o^S 
tt;7>*-9AttOi5a««a, t-^-^^;l/T^ 

y*g, 7xx;i/?ij 5/y7;Wxxf;K8, xf i^y 

^x^l/T^yffi. hUxf;l/7^>I, ^>^d^ 
N, N ' - ^ > ^;l/x^ u > >>> ^ y 
jg, ^unyaA^y^ ^p^^yg, >?x 
T^vffi. N-^y^^x^w^yfe t!^^^ 
y*. fh^^wytx^Ag, bux (hko* 

tS;&tf> yys/yffl. y^y*. T;i/*x>tt, 
[0 0 5 1] *RBH©-«5£ ( I ) «*rr*{t*«tt. 
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[oo5 2] *&w<D-m& ( i ) zm-fzit&m*., 

[0 0 5 3] ±IHtfe^5 r^X-r/kl #fgB£<9 
-fiSS (I) zm-tZitSVate. x^f;H:t5ci:tf 10 

[0 0 5 4] r^-©ffi<Dg|»^j fctt, *^<7)-^ 

(i) ^*-r^{k-&a*\ T^ys^-rs^-a-, ±ib 
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[0061] ±ib*i -3icis^T. vmmtsmti, 

Tit, - 

#J^ffc£1&#-5§ : 1-24— 27, 1-31—33, 1-37—43, 1-47 40 
—49, 1-53—59, 1-63—65. 1-69—75, 1-79—81, 1-85 
—91, 1-95—97, 1-101—103, 1-150—153, 1-157—15 
9, 1-163—169, 1-173—175, 1-179—185, 1-189—191. 

1-195—201, 1-205—207, 1-211—217. 1-221—223. 1 
-227— 229, 1-253— 257, 1-264—271. 2-24—27, 2-31 
—33, 2-37—43. 2-47—49, 2-53—59, 2-63—65. 2-69 
—75. 2-79—81, 2-85—91. 2-95—97. 2-101—103. 2- 
150—153, 2-157—159, 2-163—165,2-182—185, 2-189 
—191, 2-195—201, 2-205—207, Rtf2-211~213*'#fe 
frfS'Cfctf-CS, miCtffMfo&> 1-26, 1-27, 1-31-3 so 



3. 1-37—39, 1-58, 1-59, 1-63— 65. 1-69— 71, 1-74, 
1-75, 1-79— 81. 1-85—87, 1-150—153. 1-158, 1-15 
9, 1-165, 1-184, 1-185, 1-191. 1-197, 1-200, 1-20 
1. 1-205— 207, 1-211— 213, 2-27, 2-31— 33, 2-37—3 
9, 2-58, 2-59, 2-63—65. 2-69—75, 2-79—81, 2-85 
—87, 2-153. 2-159,2-165, 2-185, 2-189—191, 2-195 
—197, 2-201. 2-205—207, St/2-211— 213^^^ £ 
cfct)Sf3itC(i. 1-26. 1-27, 1-33, 1-37—3 
9, 1-58, 1-59, 1-63—65. 1-69—71, 1-74, 1-75.1-79 
—81, 1-85—87, 1-152. 1-153, 1-159, 1-165, 1-184, 
1-185, 1-191, 1-197, 1-200, 1-201, 1-207. 1-211 — 
213, 2-33, 2-39, 2-59, 2-65, 2-69—71. 2-75, 2-79 
-81, Rtf2-85— 87*Wf*Cfc#T»*. SfeffBlc: 
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-i-.Y^)f*7x>-2^;l/]7^v-i-*-;K 
M^{b^»#^fl-65 : 2-7^/-2-^f;M-[5-(t^ h 
-i-Yr.;i/)^7x>-2-^;l/]7^>-i^-;k 

«^{frfrtt##l-71 : 2-75y-2-^f;l/-4-[5-(yt-i 

->f -=:/!/) ^7x>-2-Y;l/] 7* 7k 
#J^{b^4SS#l.-26 : 2-75./-2-^f;l/-4- (5-^*5/ 10 
;W7x>-2^;W ;K 

;l/f*7x^-2-Y;W ;K 

Wl^fb^a#-^l-33 : 2-7 r ^7-2-^^;l/-4- (5-*^^ 
;V^7x>-2-^;W ;K 
Wa*{t&tt»*l-39 : 2-T^/-2-^^;I/-4- (5-yx/l/ 
f*7xV-2-^;W r^v-i-*— ;K 

/-f;W7x>-2-^;W ^v-i-*— ;K 

/><;W7xy-2^;l/) ^>_i_^;k 
0JjS{t&W#^l-81 : 2-7'5/-2-**7l/-4- (5-*** 
y>T;l/W7i>-2->f;W ^v-i-*— ;K 
fl?y^{t'&*##i-87 : 2-r^y-2-^^;i/-4- (s-y-j-y 

^;W7xy-2-^;W ;K 

«|3Kfb^*##l-184 : 2-T^y-2-^;l/-4-[5-(^ 

0O^fb&«lS#l-185 : 2-T^y-2-ai5 L ;l'-4-[5-(-\y 
^-i-Y-;V)ft7x>-2-^;l/]7^>-i-*-;K 
M^{b-3*S^i-i9i : 2-T ^ y _2-o:5 L ;l/-4- [5- * 30 
h-i-f-;i/)ft7iy-2-^;i/]7»-i-*- ;K 
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«jKfbd*»*l-197 : 2-7^y-2-x^;V-4-[5-(y^-- 
i-^z;i/)f-t7x >-2--Ol/] 7* ;K 
ffy^fk-&«I##l-152 : 2-Z^y-2-x^;l/-4- (5-^ 
'>;l/f*7x>-2-^;W -y^>-i-^-;l/> 
«a*fb&*»*l-l53 : 2-75/-2-xf;H- 
f;W7x>-2-<Y;W ^^v-i-*-;K 
#0^{t&%##l-159 : 2-7^/-2-xf;M- (5-*^ 
^;>^^x>-2-^;W 

«K*fbd*H»l-165 : 2-75/-2-xf;l/-4- (5-y- 
;W7x>-2->f;W >k ... 

0J^ffr&%## 1-200 : 2-T^y-2-X^;V-4- (5-^ 

iJ-/-i';l/f*7x>-2->f';W ;l\ 

: 2-7 = y-2-x?-/i/-4- (s-^y 

^y-T;l/^^x>-2--r;l/) 7#>-i-:*--/k 
0J^{fr&WS*l-2O7 : 2-Z^y-2-x^;l/-4- .(5-^-^ 
^/^;W7xV-2-^f;W 7^>-i-t-;K M 
#U^fb^3##l-213 : 2-7?A2-Xf;l/-4- (5-y^ 
/>f;W7xy-2^W ;U 

[0 0 6 2] " 

BMomoMQ *«W<DHteS (I) **rr*fb 
[006 3] Affi«, fb*W" ( 1 ) % Rt>\ {b^* 

75;i/*;i/**->*;l/#^;i/*T*Sfb^» (1 c) * 

[0 0 6 4] 

[fbi 5] 
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A*fe 

R 6a 

R 7 — (CH^n-l — j/ j>-X— (CH 2 )m-CH 3 



SA 1 IS ^ HO _ (CH2)n _^ 4_ x _ (C H 2)m ^cH 3 

S 



d0 

5A2IS 



R 5 * R 6a 

l_ (CH2)n-£ (CH 2 )m-CH 3 



an) 

%5A 3 Ii 
R B 0 2 C v .C0 2 R 8a , 



R 4 — |— (CH2)n-~ jp-X— {CH2)m-CH 3 
CO2R 8 S 
(VI) 



>A4X| 



(V) 



R 5 * R 69 

p4 — I — (chj 2 ) n _^~4__x — (CH^m— CH 3 

S. - 



R 4 

C0 2 H 
-j— (CI 
C0 2 R 8 



I A 5 IS 



o R 5a R 6a 



R 9 -OH (VIII) 



R 4 — I — (CHaJn— ^ |-X— (CH2)m-CH 3 



(VII) 



IA6I1 



C0 2 R* 



(DC) 



R 4 
HO 



NHCOgR 9 R 5 t 

*T V- X —< CH 2) m ^ CH 3 



(X) 
SSASXig 



SA7lg 



R 4 



R 5a R 6a 



NH 



y— ^~(CH 2 )n-^ ^X-tCH^m-CHa 



(XI) 



(CH^n-^ "^-X-(CH2)m-CH 3 
(!) 



NH 
R 3 0^ 



□9 R 5 * R 6 * 



NHC0 2 R* " \ V 
R 4 — I — (CHgJn^/ V X_ " <CH2)m-CH 3 



>A9Xf 



NR 1 R 2 



HO 



(X) 



* R*- 
R 3 0" 



R 5 R B 

(CH 2 )n^"^-X— (CH2)m-CH 3 
S 

0) 



R* a R° 



NHC0 2 R w " \ , 
D0 2 R e 



R 4 — I — (CHaJn-^ 2__X— (CH 2 )m-CH 3 
C0 2 l 



SA 1 Oil 



V 



U R «_L_ (C H 2)n -* w i 

R 3 CT 



(IX) 



1-^ V" x_ (CH2)m-CH 3 



(Ic) 



COO 6 5] ±IB^4», R», R 2 . R^ R 4 . R 5 , 
R<\ X, mRtfnfciu tuKgLfcfe<Di:|B).«»^U 

tl5ST ITIjM 3 ilS&S nfc 7 ^l/^ST'&D, R 
5. RtfR*" t4» R 5 &t>*R 6 SlC*5V^TM^Si: LT 

~> ;US t?& 5 fl& R 5 R t>" R 6 CDSO^gfC *5tt 3 g 
[0 0 6 6] ±f2tcfev>T, R 5 " T&ZfR 6 * <DfEM.fc%5tf so 



[0 0 6 7] ±teiC*5WT, R 5a RZf R 6 " ©5£«fC*5tt 
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[0 0 6 8] JJBfcfcVT^ R 5a JkZfR 6 * ©^8K35tf 

f^TfV^r)V&. ^yi>)W 7i*f/K 3-7xX/l/7" 
OtT/lA \—r7=f-)\s*=f-)\>, v^xX/V^/k F'J 
7x-;Mf^ 4 -^/l/^yi^/k 4-*b*is^ 
>i?A/. 4 — x hn^>i/*;l/, 4 -7Md^>->*;K 
4 ^T/^^/KD.ta &<6*R7;l>*;k {g*67/l/3 

«fc^ 1 7ifS3«(07-y-;i/-eBJft*nfc««r;i/+;i/» 

[006 9] SA1 IS«\ — IKS (III) 

fb^»*S!3S-rsxeT'fe»), —ass (id 

*54"l£o 

[0 0 7 0] ±|HSlSK:ffifflSn*5FJStt»«tt, *K 

>©*3^«fli«fb!lcilS* : 7nn:dvl/A, -^dd 

iXf^i ; i?xf ;H-f ;K ^y^nt!;H-f 
;k fh7kKP77X S^t^y, F*->x# 

— r/Vg ; **/-;k x*/-;k n-^a/V- 
;k ^y^n;V-;K n-zf'fS-fW -<V7ZS- 
;k t-:/*y-/k Yy75/vr;i/3-;R >>x^u 
>^y:3— ;k d^U-feU^ ;k 
•9-7— ;K ^ o y ;l-yo <fc 5 S7;Vn -;H ; * 
;1/A7 5K, -y^f;l/*;l/A7 5h\ S^^/l/7-fe F7 
5K> «jyih'J75K<DJ:a&75K 

m ; 7k : «tt*x«±l3»*os^»« : »JB 

[0 0 7 1] ±SBSJStCffiffl^nSiS7ES!lt±, {&JS.fcf, • 

it^ry^mi- F u >7A<Dcfc 5 a*j|6fl:*'>*7>W7 

/i/^x^Ay^A, zkfgfk F U xh^/bS-'JA 
y^A<7}«fc?&7j<SI?{k7;I/5x£A{k-&% ; T'&O, 

'J •> A) T'&Zo 

[0072] RgsmAA. wmit^rn. mmsn&mt 
m. mm<z>immic&-oTm%:zp\ mft. -sotn 



46 

SlOOt (&mcl,±0X;Tbm5 0°C) T*&5„ 

[0073] sjiS^fistis KsBfte*, {s^^nsjiTc 
m 1 5 o^fs (jfjatcii 1 mmnm 1 oora t*& 

So 

[0 0 7 4] *S*60Btt(fe^«B ( I I 

i) as^ctoT, s*s»^**»6a»t*n5o mx. 

gs7-Fy7A, mfcmmstmi- f v vi*mx-imm.. m 
mttwrn? z> c t ic * o rf# e>ns 0 a & nfc g«ft-& 

ft. mk<t&®<D#im$iicmmztiT^z?i&*mg. 

[0 0 7 5] SgA 2Ig«, -flgiS (I V) zmtzit 

20 "Fx {t^» (i i i ) Fn*s/»sBa«»Kae«su 

[0 0 7 6] IW(t»«»*-r*iaii: LTt±» 
^^yx;l/*x;l/^n>j F, P-l-toyx/l/*^^; 
□ »J FO<t 3 SX;V*-;V/N7-i' F : ^x;l/^ n V 

f^z;l/A7'T FS ; X;U7-U;l/^n»J F. X;1/7U;1/ 
7n = F\ x;l/7 "J ;I/7^^-^l' F<D * 5 teDly V )\> 
/X7^ F« ; H&ffcSH; H*fkfiS, Hft(kSI«i:3*H 

7Nay>fk«« ; E*{k«,- H*(kjg?, E?x<k«©* a 

4 l s^^b»©*5a^->7^ay>^bl(w^ ; <73jt^*7> 
ayyfkSiJ; *?-j\/V»i)r*v\s—tn* (v i i) <7)<t 

;l/*x;bA7^ FTfeSo 
- -to o? 7] 'tFn**>S*IWIi»K«««**l8«c« 

m : K^TKigy f)A, j^k*jr-7- f y ma** 

* y a© £ 3 &7;p# y &mn&immm ; **fty 

40 -7 A, 7K^k7 v -Fy >7A. 7k^k*y , 7A<D<fc5^7;l' 

* y teMTkmimm ; *»fk y ^ t> a, zkiwt^ f u * 

A. 7j<^k* y fA© J; 3 *7;i/* y ^JB*Kfk%i!S ; 
y^A* f*->f\ ^Fy^A^ F+~>h\ i-hVV 
Alh+J/K, 2>y "7 A t -7h*->KOJ:.'5&7;VA 
y&JS7/K34^>F3S; h'Jif;b75X F U ~7=f-)\' 

tfyi^y. 4- (N, N-v^^KT^/) If 

u-y>> n, N-y^f^-yy, n. n-^x^;1/ 

7-'J>, 1. 5 -*JT*T tTv-^a [4. 3. 0] y-7" 
so -5-xX 1, 4 -v ? 7iftTiX^a [2. 2. 2]^" 
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(DAB CO) , 1, Z-VT+TM^Vu [5. 
4. o] -i-**?*.* (dbu) ©J^&^ts 

[0 0 7 8] t: Fa^S^BttittgE^&^-eSBgfcffi 

y ya-Y x Sftx— r;l/©«fc 5 fcflgflfrKKffcTkigSi ; 
; ^on*;l/A v ^^□o^^v, i, 10 

x# wm<tfemv>&? K^wfxtmitTkmm ; s> 

S**^ ~>"^ h+i/l^X S^x^ Lx 

->7fM;l/A75K, ^^f;l/7-bh75 F, 'n+It- 
^ ^/l/ y :xls h y T 5 <fc 5 StT" a FS ; v 5 ^ 
;i/^+-> F£>«fc 5 ftxji/*^ FS : : 

■>^aD^» Tfe^o 20- 
[0 0 7 9] t: Kn+'>«*»«HlfcaE8l««*ISt©S' 

gwk^ft, mmznzum. mm<ommm 

^.fcoTg&Stf, iMC - 5 0t7iS2 0 0°C (#38 
iat- 1 otjiSl 5 CC) T'fe« 0 
[0 0 8 0] Ha4^»*«8iKte^S«SllW>K 

"Hf»fcJ:'»)JW:*^ al^ 1 5#7iM2 4H#|lS (Stt - . 

[0 0 8 1] ±IBK«K:«fflStiS8a8<l2Wtt, fid A 

[0082] ssis«s9R{tt-«ieE(0£jeiaAa« urn 

*\ OtTbSZOOX: OfiiEttl CCTbMl 5 

CC) f$5. 

[0083] attfi»«}*m<t-rsisi€»sis^Mii, 
mn. i 5^71^2 4 b?h mmia±3o ftFjm 

1 2Pf[ig) 7S5„ 

[0 0 8 4] gJS»T», *Sl50BWfl:^« (IV) 40 

u jm-cv&Mk* mm^r 9***1*. m®m+ 
ma. ®mmt&&. mmmomn. * 
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[0 0 8 5] SA3XStt, -)I85£ (V I) fc^TTSffc 

V) ttSOfcftT, HR* (V) Zm-tZit&fat 
3 C h tc <fc 0 fi£>ft&o 

[0086] ±flEEfcteffiffl*ns^ffie»»i±* *s 

f£ s >?x?-/l/X— -r>K ^vyD^l/X-r/K r-F 
•7tFa75>, i^t^-t^ i^F^S-ai^X v'x 
f U^'J n— ;l/S^^^;l/x— t 1 ;!/®*^ &x— ■ r/V 
S;*£y-/K x#7-;k n-yn/V-;K -fy 
^o/V-;K n-7^/-;K *V7*S-)W t - 
^y-;K •YV75;V7;t'3-;K i>ifuy^'j3 

;K ^fMny;i//o,};547;^-;i'i ; *M7 
5 F, ->^f;b*;l/A75 F\ ^*7-fehT3 F% 
^■9-^ 'J >^ MJ 75 F©<t 5%75 FSf I * : 

;l/3-;Vix»73Ki («fe$f®Eti, S>*f7l/#* 

[0 0 8 7] ±ieSJSEffifflSnStB»i:LT«, 01JA 
tf > MIS A tem A 2 It© t: F a 4^&*JKK£(c£% 

^S7;^+->K» «fc»astc«, 7kfgft-^Fy>> 

A) T'fe^o 

[0 0 8 8] *3Hft«*» t&». r^^^ffi 

S^KioTSftS^ -7 S^TiMl 00t: 

(»3iK:«OX;7SS-5 Ot) T»'J6S 0 

[0089] KJSB#F.m*, mut&m. ss, & 
fimmmic£t>m%;2>t>\ mm. 1 5^75^4 8 «pib 
(.vmiat 3 oftnm 1 2 mm) t*&^ 0 

[0 0 9 0] fc$MT'&, *&.m<D3Mt&VD (V I ) 

Fy<i7A, «^K«zlcJIW-hy'>A*-T»«g«Wfc, ?§»J^ 

[0 0 9 1] MA.4Igfi:, — (VII) ^-TS 
(VI) *«USi: 'An*4WW-r*ci:fc:«fe»)fT 
[0 0 9 2] ±ffiS*SE«ffl*n*^SHt»j||»4, *s 



(26) 
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y, v'yh+v'x^y, vx^y^'j^— 

x— r^OJc^^x— fvWH ; ^^/-;K x#y- 

;K n-yn;V-;K ^y^D/V-/K 

;l/3-;k ;K ^'J-feUy, 

/— ;k i/W^^VS— ;K ^T^Mrny/l/y*©,};? 10 

0, JfiSttt, T^bn-^gt (SfeSfjStcii, x*y- 

[0093] ±m&.foicmm-$nzt&m£ ita, mz. 

t-£, arnica, T)v±ivi&m7m<mm m^&mic 
a, 7k${t#'j *a) . .. 

[0 0 9 4] fcfcUm*. JK»fb*«k iMS, iSlcl 
S^CJ^T^&Stf, ii^, -2 0lC7!iM2 0 0°C 20 

mmiatO°C7b^.5 OX) Tfe^o 

[0 0 9 5] KJSB?H5«u fCS|SHb^k E 
J^SS^tCi; a*, 3 0#7bM 1 2 O^pK 

(»attti«Fia7!iM8o^m) -efc-So 

[0 0 9 6] KJSgETflh #EJS«Bft{b£-% (V I 

[0 0 9 7] wza 5ig«, -«s£ ( 1 x) ttmtzit 
&ya*mm-?2>JMT°&r), it^m cvi n 

««w**jsfeT*»), <bd* (v i i) ?f]£&mm « 

:ru-;i«7s>FR»ttfcKfSStffc*, -ass (v 
ill) **-s-*fl:^»ikidJ»Si6S-e*cfcic±9ff 

[0 0 9 8] ±|3SJSfc«fflSn-*^}gttiS««s *E 
tf, 'v^y, 'V/^y, ij^o-i'y, S»x— r/Vco 

*£y s 1. 2-S^anx#y. W£L<t&i&<D&?%: so 
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fc?;l/x— -r;K fh7t Fn75y -^sM^y, 

y-tfy) -e&So 

[0 0 9 9] ±IBEJSKffiJBSftS««i: LTtt, 0U*. 

[0100] <b^» (vii) «i^ru— frtimrw 
oo°c (.arnica 2 oxnmi sot) 

[0 10 1] {t^m (V I I) -*5?7>J— jWMfc75>'K 
.R»«ttg*SS«*IBOElSia*Rtffl:^* (V I I 

I) fcSJSSHirSIROSJSJBtfCifeic, % 
S> EiSJa**K J: JBUT, 1 5^7i 

[0 10 2] {t^ft (V I I)'«^7U-/M« 

T^FSI»f*i:ElS?-a:5IS£, fk^fe (VIII)© 

[0 10 3] EJSK7«, *SJ6©B«ft-&1* ( I X) 

SJSJl^tt^jllttt'iFPL, X, ^Rg$&l7M#£E-r 
fiiSJilc <t 0 Bft5£Lfc«; *tB»x^;l/0 «fc 5 fttSRl 

[0 1 0 4] mA6xnt,t. -«ss (x) ^*-r«.{b^r 

W^SBi-rSXieTfe*), ik&fa (IX) OiXfM 

(IX) 3KaMi:S*S«**c4:te«t»jfTten*. 
[0 10 5] ±i3SJ6K«fli«n*^gtt»»a:, *E 

tfu ^y°^>, U^a-YX erttx-^;^ 

J; 5 *5?#S?B?{b*JS^ : ^ nn*;K W a a 
1. 2-^^anx^>- N ra*S{b^O<k3% 
/An^>{bK<b!k*» : 5^x^;1/x— r;l/, V^Vfxx 
tf;l/x— -X7K fl-7l: Fo77X 
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h 4- i/x. z i/x.?- u- y <7* u a—)WJ* ?7i/x— rvi/ 

©.t-p&x— ; ;*£y-;k x*y-/k n -7° 

j;ifl/y^'j3-;K ^"U-trU>. ***y— >k ~> 

-/WB&tfx— 5r/H8<DiI-&ig8l (gfcjfSSfcfci, x* 
[0 1 0 6] ±BS£fcffiffl*ft*»7eWfcLTH\ ffl 

[0107] ssmaa*.. wBMc&k. mM<DwmmiTL 

ioTSi&Stf, Jim, -7 8'CTbSl 5 0t 0?28»C 

«-2 otjiMs o*c) 
[0108] Eus&rnt. m&it&fa. mm. 

tt3 0#RB7SM2 4B#R8) 

[0 10 9] fi«*7«» *S*SOiW{k^J (X) tt 

^aicseoT. Efcffl^&fr&fifflKsns. 09*. tf, s 
[oiio] fgA7igfi, -ass (xi) *m-?zit 

[0 111] ±I2EJSteaffiStt**Stt»»H\ #e 

if, yxgypx— r;k ^yyalf;H- fvk 
7tKD77X isX^y, h^->x^>, ~>"x 

£f:;-<*y-;k x*y-;k n-7n>V-/k fy 

yn,V-/k n _^^y_ ;K -fy7*y->k t _ 

— ;k ^u-truy, ***y— ;k -y^n^ity- 
;k ;*7 c ;Mzny;k7cD<}:?&7';i/a-;Hg : Jlvi/AT 

A7$ K) T*fc£„ 
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[0 1 12] ±fBgl5E<£/B2n£*gSi:L'T«, #Jx. 
fcf> t8IBAj£^A2Xgt?fflV->&nSfe©i:l^8l*feO 

Wfscttfft, 7;WJ^I7;V3*' 
[oi 13] sj&uttt, nsfk^ft, s&oa 

a^FKJ:oTSS:S*\ jlfff, -7 8°C7!jM 1 0 Ot 
(Wiitc(i-5 0lC7iM5 Ot) t?^5 0 
[0 114] EJSWfBtt, JBWeWtfcHK *&& E 

10 fou&m\c&K>n*2>t>\ mn. 1 5^14 8^ 
mmiat 3 o^jbM 1 2 mm) t*&% 0 

[0 115] EJS*S7f£> *S*SOBWb^«B (X I) 

i t) L 7k i^&x^KD £ -5 
Lfcv**«»«*iii*., BW<b£***Cr*r«W*$Mi 

e*-rsci:fcj;-3T»P>nSo #5tifcB«fb#&tt 
[0 116] -HfeiC (I) ^*"TSfb^ 

i) *«sfcs«;«-a4o*»»bfca» ^Mic«kOR 5a 

TSya^rfiSH-rsci:, ID'!!:, R 3 tn*3^5fcKa 
[0 1 17] ±8BSffi»c«ffl*n*^gtt»»ti, *s 
tf, ^y^>. U ^p-Y>, 5»x-x;l/« 

l, 2—y^nnx^y; E3ig{bK*©<t5% 
/Nny>fkKfb*XSl ; -^if;H-T;K *J4V?u 
e;l/x— fb7bKD77>> y^ 
h+-yxr?y, i?xfl/>^l) 3— /l/i^^^;l/x— -r/1/ 

D/V-;K YV7 , d;V-;K n-y#y-;k -Yy 

y^y-;K t-y^y-;i/> ^773*7*3-*, 

->'ifU>^'J3-;K y»J-bU>, ^"^^y-;K ~> 
^n^U-y— ;K 7if;l'tny;P7*Ot53:7;l'3- 
; 7k ; *»±E««toJB^riSi(n?* 9 , fentca, 
7';l/3-;i/a&D*x-7 i ;uaotl^rg^ (StJfJSlc 
(is ^ ^ /-Mtff h 7 1 K P 7 7 >©tl^!l) V 

[0 118] ±82R*S»cfl6fflSn**a«kUTB:, MZ. 
so tf, IKBBAaJBA2XBOt Kn^a^BatSte^ft' 
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mucus T>v*>v&m7kmit®im mi>&mic 

[oi 19] ELjsamz, mmt-sm, mm, mmvm 
gftc^^ti^s* 1 , a#, -2 oxnm2 o o°c 
mmicno°cjbmi oo^c) t-&3o 

[0 12 0] RfSB#l?S«, JBBfl:-&*S» tgS, ?g^£DS 

8mm mmiat i B#iH7irS2 4&m) -e&s 0 

[0 1 2 1] 75/, tiFP^v-RtfA^^^SO 10 

■&fig{k^<Oe*Bt!:feV>TSftl©*iS. flJAfcf, T.W.Gree 
n. (Protective Groups in Organic Synthesis) .John 
Wiley & Sons : J. F.W.MeOmis, (Protective Groups in 
OrganicChemistry) .Plenum PresslClEIS£D2)?£ IC <fc K) 
BIT©* 5 Kff 5 C i: tfT^So 
[0 12 2] 75/«0«MM«^ fU;MBT?ft*»«-. 

[0 12 3] ±esasjc«ffisn*»«(*, e£*hmf 

;l/X— 7^1/, V -fu fc?;l/x— r /K rh7t Kd7 

So 

[0124] siswK&tf£itP«nB^ 

a#, 0iC7bM5 OtTl 0#H7bSl 8BSIH36K 
[0 12 5] T5/S©ffi®gtf, flgflft^T 3? 

[0 1 2 63-±ES*S»cffiffl«n*»i:UTB:» 

filTSS. 40 
[0 12 7] ±gEKlSteflyi!Sn*tt*i:l,Ttt* ffcd 

'J 9AOi 3 &7;P* yftJUHMJIM : *»tU ^ 
•7 A, zkBMtT-hy^A, *»<t*'J«>AOJ:3aT;I/ 

*h*S/K, th'J^ii^H, #U >7A- t -7 
V»6n*o so 
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[0 12 8] ±JBS*SfcffifflSn*»»ti:LT{±, am 

0y*fcf, *9J-)W x*/-;k n-:/a/V 
-;k ^V/a;V-;K n-7*y-/k -TV:?**/ 
->k \—T9J-)W -rv7'57bT;i/=i-;K s/x?- 

;k ^^/HrnV7i/7<DJ;-5S7 , ;l/3-;l'S ; 
i?x^-;l/x— t-;K S>-f V 7n fcf/l/X-^/k fh5t 

v^U 3— ;l/^^^-;l/x— r-;KOJ:5ftx—r;I«* ; 
* ; 7k ±lBffiM8*K fc OS^tttt : O , 
x— r;W® (Sfc»atC«^^-9-^) 
[0 12 9] £fSSfiRtfRjSB#ilu&, J5Dftffc**» » 

1150 tT, 1 ^fHTbS 1 o nm&fc-£-$2> 0 

[0130] Tzsm<D&mm*\ T^frs-^wmzT 

[0 13 1] »«^ic**|»*fc«JB;£ftS*»i:L' 
0»J*.ff, -M^^, *\-f$>. U^n-fy, Sfax 

Blxf;K PK^Pkr;V, K*fx^;l/ 
CD «fc a SiXf/l/S ; 57x^-;l/X— r;K V e 
;px— x;K fh7tFn75^ 'Jt^y, *y~*Y 
$-yx.$y, i?x.=f-\sy?y^i—)Vi?*=f-)\'3-—7-)\'<o 
«t"5*x— r;MS ; x?/-/K n-7"n 

/</-;K -fV^n/V-^ n-y^y-;K 

xfi/yj"ja-;v, yv-tvy, 'y^ 

« : ^K©<}:5^*«^W ; 7k.; JjfflMtfcTkfco&fr 
»»»cti» T>l/3->Wik x-x;us. 
#«K«Xfi7f< (gfe»jg{c«, r;i/3-7b«SL{±*« 

[0 13 2] »»3i7cfc:«fe*l»*«cffifll*ti«affl«ti 

mm, 7*--?W, ^bfi^, a^Ms n-^7A- 

[0 13 3] EEtHt. WtiajSttav*, IS 1 TbS 1 
0^£ET*tf^:<btl5o 

[0 13 4] SfES*&CfSJS^F«(*, ffi^ft-S-ifel, to 
^ MftttSSK J: am, OtTbMl OOt 

t*, 5»toi2 4i$mmmt£nz>o . 
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[0135] mtic&zmzias^T terns nzmmt 

CO 1 3 6] C(D£?&mi&mM£LTl,3., ffiltt*, ? 
no*;R, -^na^x 1, 

>. mmt&tmco* ? *ao^ >{tm{t7kmm ; 7-t h 

x— 7-;l/(7)<fc •? &x-7Vl/3i : 7* h <fc 3 tetr h > 
51 ; *;l/A75 h\ y^fM;l/A75 F» *J*<f>\>T 

5 F3K ; Rtfv'^f ;l/X;V*+.-> K©.); 5 4X;l'*4 : -> 

t* % /xay>;'ftMt:7j<^a^i:x;b*^v'Fa) -efe 

So 

[o i 3 7] mmztizmimtisTte. mmcmmz 
mxvvi*. mmm-rhv^L.. t^-v^wi* 

t^HWh (CAN) , 2, 3-v^nn-5, 6- 
iszsT / - p-'O'/l-S > (DDQ) #fflV">e>ft&o 

[0 13 si fcfowm&xfEifommi*. w,mtsm, m 
m, mmmc&vm&ztf, mm, oxnmi sot 

[0 13 9] £7c. TS.Sm<D&mMt>\ 77{^;l« 
[0 14 0] ±l2SfStc^ffl$tl5K«> ji^KJSlC 

&<^*>\ mm, mt-^mm, mm, m&mm, 
mme>£?&mmm;mm, mm, mm, ^^>-x;i/* 

>m. p-h;nyxMyi, A^z-^y 
{fcXX, ,fD>hU^D'Jh\ #D^hU7;l/^U F, 
iclt. mm. rax«hU7;WnBS) T&So 

[0141] tmm&cD&.mic&mztittm&mM 
it. *ixfci^m&&t><o?&mmicmizit-$ti-&^ 

tf, &m£, s\-f*v, V7n^>, 5fftx 

— T>i<<D£?%:mffiMm{t7mm : h*/x 

>\ ^>l^<D<fc?&7m&Kfb!kiS« : ^nn*;v 
a, -^Da^^x l, 2— >^odi^x egtgft: 
Kf© &ADyyfi:Mt7k^i ; B*B* ^/k PSE 
x^;i/. p^yntr;K mmf^n, mm^^^<D^ 

5 4iXf;H ; yx^;l/x— r;K ^V/nlf;!/! 
— t)V, -r-h^t: b'uy^y, i/***yy, -J^h^y 
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&x— T>Vm ; y*y-7k x^y-;K n -:/n.>V 
-;k ^V^d/V-;K n-:/*/-/k 
-/k t-7^y-;K •1 , V75;l'7;l'3-;k vx^ 
U-y^yn-zK ^"'J-fe'J^, ;k i^a^N 

*-9V-;k y^/i^aV/l/:7©£9&7/i/3-/H5 ; 

75 F. SH UT'S FcDJ: 5 .47 5 F . 

'.* ; * ; *"s*xti±IB*«os^S« ; T*&t), SfS 

10 It. #K7tKa77X x^y-;l/X(± 

7k) T?£& 0 

[0142] k«ak«:» jR«{k-&«i, mmstizm, 
mmmc&bm&ztf, mm. -zoxnmm^T&m 
mmiat. ox^nmi oot) t&Zo 
[0143] Est&mt. mmt&m, &mztizm, 

4 8mm mmat, 30^71120^) t-^So 

[0 14 4] 75/lO««Iid , 7;l'^-;W*'>*;l/ 
#-;MBT?**«^-«, ilSt. 7 = y©«&»tflKriB© 
20 KfS«7S//M8l, JSrSflsT^MB, 7;l/3*^-*;l/^x 

[0 14 5] i^, 7'JM*i'A;i/*-;l/loa^{i, 
fix <y T fry- h 5 * ;l/#x;l/^rffiffl UTBSf * *isfe 
• • [0146] H Kp+->«<D««8tLT> ->U;l/fi£ 

Mfh77"^7yt-7 
30 l., mtymm, mokMm-zvw* mtxvvi* 

m,' AtbkXtt. sat, jI^se, 
**«Kx(iPB> mm. mm, **>7>>i*>m. P 
- btteyxjifrym. tiyyr— 7.>i*>m. hV7 
fr*umm. h U 7;i/tnj<?>'XWyi<o < t: o 4W 
^g-esag-r « c i: * t> ^*t*#s„ 

[0147] ftmT-*>ic&i®%?2>m'eric. 
mm, mm, 7n\t.*>m<o&5*mmt?tisuz.z>zh 

40 [0 14 8] ±f2SJStC«ffl5nS^gtt?§^i: LT 

it, *Rfcic^m&&&e>-e&wmimmt-£n%:^ 

i)\ Ofmiclt, J?x^-;Vx— r;k ^vyn^H- 
•T7K ■rh'yk. v^^+fX ~>*^ h^~>x 

x-7^;m; 7-trhxh»j;K ^V7fa;hiJM)i 
54-h'J ; BfSt© <t 3 ^WffiSSJ : 7k ; ±ISrg«© 

[0149] se;aa9cacfsis«FiBUi, H»ffc^«, m 
m. ®mmc£r)mrj;z>ti\ mm. otTbsioot 

so (tittle It. 1 0 ICTbM 5 0 1) T% 1 ^FfflTiS 24^ 
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[0 15 0] Kn+S'SOfiWaftV 75;l/*/H8X 

[0151] ^ttS7tlc<};ig,^{c^ffl$nSTS^i:L 

"s+lfX -V^X 'JWX Six-f;!-® 
J; -5 ftflgflSK^bklgS : 1-/HX 'O-tfx *->U 
^©cfc a &;S§fi&iHt;7l<JiSSi : BfS?x^;k ffi^n tf 

tf;l/X— f/k fh5tKn75X S^^X i?* 
h3ri/x*x SJx^-Ux^U n— ;l/^^^x— r;l/ 
®J:?5i-T;i'i;^y-;Kx^;-;K n -y 
n/V-;K -Yvyn/V-^ n-7**y-;k -YV 
t-7*#/-/k ^V75;V7;l/3-;k 

^a^+lt-y— ;K *7^MrnV/l/:7"£>,£'5&7';l/:3- 

T-feh7'5K> N-*^;l/-2-tfn>J FX 

^;l/U >IE h U 7 3L K<D<fc ?ft75 KM ; Wfe &tt<D 

J; 9&afl6MI : tK ; ±mmm<Dm^mm ; -c* 0 > » 
[0152] mteMmc&zffc&c&m-sti&Mmtv 

A-IMfcT/bSx^i^ h'J7x^*X7^y-M 
n$*7A, /^i^A-BSS^y ^AT&t), jffSSK{± 

[0 15 3] EE7J&. WfcH^ttftV^ aflH71£l 
O^ffiT'fr&frn&o 

10154] Rxm&RifmiSBfflti. mut&m* m 
& mmmte£Qmi£zt>\ mm. o°c7imi oot 

(SSmtclt^ 2 0"X:jbM7 0*C) „ 5$MHI75S4-8fl*IB 

Gffjgiai, lf$fB7iM2 4BS[S) TfcSo 

[0 15 5] IHfcic<fc^*£:fc^T<£ffl2*i£ig&i; 

[o 1 5 6] c<D£5%mimmti,-amiat y r-t 
a, ra*{tBaRo«t5«:/Nny>{fc«fbWR« ; r-t h 

— bV )\s<D& v b V >vm ; ^x^/Vx— r;K f- h 
7tKn77X S^t*^>cD e fc5&x--r7Mgi : 
T^/l/jfc/l/AT'S K, ^f;V7th75K, -v*-tM?- 
^'J>ih'J75 KCi5&75 KJB ; Stf^^UX 
;l/*4^> K<D<fc 5 fcTUb**^ K« : *W Z> Ct^T 
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[0157] mmznzmitMtLTit, mmci&mz 
n%{t^mT*&n&¥f\zm&itt^t>\ vmiat. mm 

^7J'J"7A, ffimWH-bVVl*. 7Xex«7A-try7A 
WFWb (CAN) > 2, 3-^DD-5, 6- 

~x>7v-p — (ddq) ^fflv^tiSo. 
[oi5 8] EjsisrtRtfKJSBjiinti* amft#«, m. 
- Ms mmmic&*)m%:Zi)\ mm. otnmi sot 

[0 15 9] Sfc, ffift7> : &x7^L<(i^^/- 
10 /K x£7-/k n-T'n/V-^ -i , V7 p a/V- 

;k -fV75;l'7;l'3-;V, yxfU^'Ja-A, ^ 
U*'JX ;k s^n^-fry— /V, 

*DV/l/7©*?&7/I/:3Wl/£*fc:fel,->T x -7 8*C 

nmoXT, £/gy^>7A> &ith'J^AOJ;a47 

[0 16 0] JSIC, »«t4>. «ffc7'>l/5x«7A-ft{t'*- 
b D -7 AXtt h U * f-fr^t V >M*?J K<D<fc 3 
^l^y/W^-r Ka^fflVTMsS-r^ctjyz?**. 
20 [0 16 1] «ffl£n*»«fcLTtt, *£*SteBB#U 

%v^t<0T♦$>n^^^^i:ll«{i%v^7i^ fiTSfca, 

>{kl^{t7j<m« ; T-fe hx h 0 9 S- h U ;MB : 

[0 16 2] Kffii&gRtfKfSBfllfltt:, Jl^{k^%, }g 
i^^FlcJ; O.H***?> mmt 0 iCTiM 5 0 °CT% 5 ftffl 

[0 16 3] ifek S*S»KaWIBtfll?*.frr*li^tt» 
JffStctt, ffiftT^Sx^A-Stft-T-hy^A^fflV^P, 

30 tl<5o 

[0 16 4] Fu*^aM)««|fcy, mmMTisfr 

[0 16 5] ±fBSJS{C*3V^Tffiffl^tlSmSi:LT 
A, 'J -7 AO* 5 ^T;bA 'J ^SKKfflS I J^K 

Tkigy^^A, eawcjR-^hu^A, ^7k^7jy-7A 

miti-bvvi*. 7k^fk*y ^Ao^^^Tyi/Tjy^s' 
; y ^a* h*>> h\ i-bv -7Ap< 

K, thi)'>Ax|-+->K *y>7A-t-^b^~>K 
o*'5*#®T;vxi^>'Kffl ; Ty ; e-7'7K zgry* 

xT-0^^y-;l/©J:5^7'>' ; ex7'« : 7?$>tK $f 

^utry^e-Tm (Sfc»5S»cfi, r;u*U^JB*»fk 
: «SRtt«B7;l/3+i'K«) T-feS 0 
[0 16 6] ftfflSWiikLTii, awroiin*»«¥ 
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7tHD77X >^+*9:>\ ^ M^x£r>\ vbi 
^1^>^U ;1/S^^^;l/X— r;l/0<fe 5 &x— r;i/ 
JS;**y-;k x*y-/k n-yn/V-;K -TV 
^d/V-;K n-7^/-;K .^V^y-;k t- 

-;k yytuv, **#y-/k s^n^+J-y- 

[oi6 7] seaaflERtfsjtswfBtt, .««ft^«, a 
to\mt&w&Y«-zfc*>\c. mm. -2 ox/iMi 5 o°c 

[0 16 8] K^^^>M<DUm&i)\ T)Vn^^9- 
— fh7tKD77^H, f h7t: Kn^7 

[0 16 9] ffifflStlSKfcbTtt, Its :/l^X7^ 

&5&mwm;jumm, hU7Mn»^ y*>x 

£2>\ jf»>x>> x 5 0 WO J; 5 4»8ttOl^*>$ 

[0 17 0] ±IBEJSte:ffiffl«nS»«ti:bTtt, *Jg 

'v^-y, -\:/*>\ U^n-rx 5ii-f;l/Oi:5 
ailBflSJRKfbjciBB : ^V-tf X h;I/x;y. 4^>l^y<£> 

a n^y-tfvoi o Sap y >ftKft**W ; USE 
x^/k B8x^;K ffW^nif/K IMtT^l/. mm 

V/p|£;Vx-f;K fh7tKn77X v^^lt 

x— ^;l/t£<fc5&x-7VMK ; *#y-;l/, x#y- 

-;k ^v^y-;K t-y*y-;k ^v/^;i/7 

;l/a-/k ^xf n-;K ifV**V>. 

y— ;k ^^n^-9-y— ;K ^f-^ny/^o^a 

mc^ x— r/HH am&vmtete, fh7tKn77 

V)'XttT;l/3-;Mi("(«t»5iJc«, **y— /W T? 

[017 1 ] -sisiaKRt;s*s^H«» jK*wt«», 
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S200t (»3SfC«, 0 tTbS 1 5 0 1C) T% 5^H 

M4 8« (watt*, 3 ottmnmi omm) 

[0 17 2] k: Kn^5/S<OSSS*V 7;!/^^;^* 

[0 17 3] 7U/l/**^*/I/*yi«Ol#H:, 

X C*^;l/^:7xr:;l/3fcx:7 -<•:/) (1, 

**$?x;/) -f'j^^A (I) '^7;l/*n*X7- 

[0 17 4] A;l/#4 i ->;l'»cD«aaA\ Ci-CeTVl/ 
^SXfiCi — C6T;I/+;K Ci-C6 7';l/n4 i i/, — 
Hp, nayygL < (±->7/T*i«?nTfe <fc vm n 
M 3 {HO C 6 - C io T V — )\sT*W&-2 tlfc C 1 - C e 7 ;V 

[0 17 5] Site, 757. tKn^S/RO'/Xii*;V 
[0 17 6] 757MH Kn^i/S*«S|-rS73ffi 

30 [0 17 7] 75yift«it*Si*tt, ft&» ( I ) - 

yif;H-f;K ->W7nk! 

/V-;K -rvyn/V-^, n-7*/-;K -YV7 

40 ; t*&3o ) . (huxf^sy, hvyf-;V 

l^&T, TE<t*« 
R" -Z (XII) 

[±ffiS^> R"«75/ SO«^S (MSB L fe O t 

mm.m*m-? 0 ) ztinnyvi?^t 0 ] 

0°C7!jS5 0'C (^MtCfiSjSTO T* 3 OfttUTb' 
M l O^fH <»»k:ttl«rW7iS5B*IH) EifcZl±Z>£ 

so [01783 t \ t u3c*/m*um?z>j5'm±, it-tva 



(32) 



4$M 2 002-5357 



61 

(SfSSfctt, ^nafcl/^ -^dd^x 

fblSHbTkiSljll ; *;l/A7 5 K, ->'>(f;l/*M75 h\ 
i** *-/I/7-fe h 7 5. h\ * U >» h «J 7 5 K 

<r><J:-5;&75 FS; s^^yl/Xrt/^S'KOi-Sfcx/l' 

R 30 — Z (XIII) 

lues** R*tt*»»oiS5«a cwaufctotn 

to ] OtJiMSOt Ofjfi.Kfctgiattifi) T-3 0 
^K7iS2 4BffW (fffffclCi 1 B*HB7IrS2 4l$m) S*S 

[0 17 9] Src, 757. k Ko*->Ry/Xti*;l/ 
[0 1 8 0] EJ&KE78K *K*S©BW{b-&* (I a) 



62 

[0 18 1] fA9Ig(i, {fc&to (X) fre>-f3g5£ 

(i) **rr*{k^»*BJ6-r ailT'SO, ^SttrS 

RtfR 2 K:J3tt37S7*&«»r£c£:, Mtffc:, R 3 

[0I8Z] ]RA1 Olgfct. ft** (I c) *»jfif 
Sig-e&t), fk^-% (I x) (Dxxf ;i/^ji7cbfc 
matc^OR^Rt/R^lcfe^^Tay. fc:Fn# 

R I Rt/R z K^t s 7 , 5yS*««-rsCi:. Ml/tCs 

n> fl^to ( I X) <DxXx;l/£il7c-r573i£fci. #i 
, .Sttt9-HAj*SBA6lSfcra*fcfTt>n*o 

[0 18 3] Bj*{±, {b^ (I) tcfct^T, Xtfoc^- 

20 xi^s-e&sfb-s* (id), x&n:—\»m-v&& 

it&M (Ie), X^X^-WSTSfeSfb^ (I 

f)\ xA^-co-cHz-^-rss^sfb-a-^ 

(I g) , X#-CO-CH 2 (3, R 1 
#-C02R 9 T i &&{ba* (I g- 1 ) , Xtf-CH 
(OH)-^CH2-*#-r**W5fl:£«l (Ih)R 

xfxtfir v -frmx.&m&mm a *> ^iKsnsst- 1 

7iM3iH«gl«nrc7';-;V»T?fcS{ba*» (ID* 
[0 18 4] 



50 



(33) Wffl2 002-53575 

63 64 
5a R 6a R 5a R 6a 

,\-4 o _ Pin ^ w A-4 



W-(CH 2 )n-7f y V^r ► W-(CHJn-£ ^CsC-(CH2)m-CH 3 

<C ^ HC«C— (CH2)m-CH 3 N e / 

(XIV) (XV) (XVI) 

N r1r2 R 5 R 6 

mB2T - m » R 4_T (CHaJn-^^-C-C-^HJm-CHa 

R 3 0^ S 
(W) 

R 5a R 6a R Sa R 6a 

SB3 Ig 6\-k H H 

W-(CH2)n-/ ^Br = W-fCH^n-jf ^-0=0- (CHaJm-CHa 

HC=C— (CH 2 )m-CH 3 V S 

(XIV) (xv) (XVII) 



N r 1 r2 R 5 R 6 
SB4=Cfe - R^(CH 2 )n-^-A r g=S-(0H 2 »m-0H3 

R3 0 - J 

de) 



R5 \ R6a r5 \ R6a 

W-fCH^n-^ "^-C^C-{CH 2 )m-CH 3 ^ B 5 X ^ ^ W-CCHgJn-^ ^-C-C-CCH^m-CHs 

(xvi) (xvin) 



Nr1r2 R^ R^ 
: R — — (CH 2 )n— ^ j-C-C-iCH^m-CH, 

R^ - S 



3 Sa pSa 



W-(CH2)n-^ •^-C=C-(CH 2 )m-CH 3 ► R 4_|_ (CH ^ n ^"*_ c « c _ (CH2)fn _ CH3 - 

(XVI) R ° QOX) 



NR 1 R 2 R R 



SB8 IS 7"" if H 2 

R — r— (CH 2 )n-jp- J5— C-C-<CH2)m-CH 3 

R 3 (T 

dg) 



[0 1 8 5] 



lit I 7] 

40 



(34) 



«MM2 002-5357 



65 



66 



. 0 5a pis 
NHC0 2 R 9 R ^ 

R 4 ~J— <CH 2 )n~~- JpCBC-^HgJm-CHa 
(XVIa) 



SB 9 IS 



HO 



R 

R 3 0' 



NHC0 2 R 9 v , O u 
I — — (CH 2 )n 1 r- \j-C-C— 



(CH2)m-CH 3 



dg-D 



V r1rZ R A-f a iBIOl? 

R 4 — — (CH2)n-^ ^-C=C-(CH2)m-CH3 _— — — — ; — 

r3 ° cxdo 



NR 1 R 2 R*\ r8 *0 



R 4 -|— (CHdn ^ ^ 
R 3 cT S 



JS-k L_g_cL (CHa )m-CH3 



gBll Ig 



R 3 CT 



(XX) 

NR^ 2 R * _. rS OH h 

(CHz)n^ "^-CH-C— (CH 2 )m-CH a 



S 



(Ih) 



W-(CH2)n-£ yBr 
S 

(XIV) 



S5B 1 2If 



R 5 ? R to 

A-4 



' (XXI) 



(CH2)m-CH 3 



S' 

(XXII) 



SB 1 3Ii 



R 4 — J— (CHzJn-^ ^-ZArV(CH 2 )m-CH3 
R 3 CT 5 

ao 



[0 1 8 6] ±IES*. R J > R 2 . R 3 ^ R 4 . R 5 . R 
5a . R 6 > R 6a , R 7 , m&tfntt, tt»Lfcfe<DfcHI* 

CO 1 8 7] 

Cftl 8] 

NHCOgR 9 

(W-l) Xtt fT" (W-2) 

J O NH 

Her 



3 NH 

T 



C0 18 8] [±f25£*> R 4 RZfRH^ WifibfctO 
[0 18 9] SB 1118, — «5S (XVI) Er^TTS 

ft^**BBfi-r«xs-e«»). -ass ex i v) **rr 



50 



#£T\ — flSiK (XV) fcW^Sffc^WfcSonogashira 
[0 19 0] ±IEK*k:«fflSn*»SllttUTtt. *S 
^■y-v. u^n-rv, Hfflx— rvl'O.fcd 

J:«5&3SWWKfb*Jl8H.: ^fU^nU h\ jrnu* 

x^;K »8xf;K Vm?u\£)W Vm?*M 



(35) 



2002-5357 



67 

f-;H£ h U ;KD £ 5 h 'J :' *M7 ~ F\ 
f;V*;l/A75 F, ^^/1/7-fe F75 F\ ^V*?- 
)W ym. h V 7 5. F<D <fc 3 &7 5 F« I 

F, x;l/^^>'0«k o ftX/l/aMr^ FS ; T'£ t) , 

[0191] issRS&icmm^tumstLrtt. m*. « 
gcffflsns fe cd t mm* t ©**«f s c t 

Tt, jfSStti, *«75>i (Sfe»^fc«, hUx 
*-/V7 5» T'feSo 

[0 19 2] ±!E5J»c&/B£ft3^^ t >Aft&«i; L 
TWu JS^OSonogashira couplingKJSIClsM £ tl£ 

Attn, eaffi? t l n ^ s mt e x f y y x 

[0 1 9 3] *rc, SMftfcLT, &ffc^ 
h U x^-;l/7 ^x-j; A^ffl-T § c t ic J: 0 ^ 

[0194] sjsaa«{±, uDRfb**, £s> 
SHfjcioTsa*^, a*, -2 0x71^2 o ox 

(SfillcfctOXTlSl 2 OX) T*fe5 0 

[0195] smrati, iKSfb*«, s 
j: i) js& 3 i}\ mm, 5 ^nm a mm m 

miClt 1 5#7iM2 4B#IH) T'&So so 
[0 19 6] EJS»7», *R*S<0BWfb<rt* (X V 

mi- h v ?a, «i7j<KBi7k^^ f v v^mx-mm. m . 

[0 19 7] JHB2XgH\ — f585£ (I d) SrWTSft 

^ft*8BEtt-si8-e*!>» {t^» (xvi) ©wtf 

(W- 1 ) IT'feSl^ MfBAffiilA 

8 ig, x« we a & m a 9 xss l < ittm A ffifg A 

T-£3 0 X, {fc^to (XV I) ©Wtf (W-2) ST-fe 

(id) ^wrsfk-s-m^ajfi-rscfc^-p* so 



68 

[0 19 8] 85 B 3 -flSiS (XVI I) **TT 
*ft««*«iS-rSIfi^»0, it&VB (XV) 
n-^fy^StS?^ ft** (XI V) fcSuzu 
kicoupling£jS£-£3 C t tC K> 'f;-&t>ftZ>o 

[0199] it^m (xv) ^"f^—fvm^ytKi^ 

t± 1 OtTIiM 1 0 OX) TSSo 
[0 2 0 0] fk-g-^i (XV) It-hT-u—foiS^ytfrfc, 

•&*£%>m.<D&RMmz, wM<t&&. va. s*s 
miat 3 0 ttnm 1 2 «fH) T-fe5o 

[0 2 0 1] (XV) ^Suzuki couplingSfS^ 

•^S75"?i{±x SufBBSsgB 1 H§<DSonogashira coupl 
ingSiS t iRHtfCff t>tlZ>o 

[0202] ±&fc&icmm : £ti£i£mkLT(z: mm 
Bte^B iieTfflv»6nsfc©i:H«afe©**tfs 

(± N . F;l/x» T-feSo 

[0 2 0 3] ±lriSiStc^ffl^n^^»i:bTf±, m 
tf. Hut 2 A »^ A 2 HO F a * ->«£:J!ftgi»c ^ 

T-^, jfiFiStcti, 7;b*U^S7/l/3^->F3i 
iSKti, -7-h';^Axh + ->F) T-^So 
[0 2 0 4] ±SSJCtCffiffl5nS7<5^>>Att!«i:L 

(«fe»^cti % tgfktfX F U?!-*^?^^ 
S^A) T'SSo .^B4Xg«i, — MjS. (te) 

■r«{k^«*«Bft-r*xaT?*»), ffc*w cxvi 1) 

©W*^ (W-l) 3ST?***fr, MIBA}£^A7XgR 
rj^ A 8 XS, XttMIB A tefg A 9 Igg L < SufiB A 
A l oiai:waMc 1 R«S*ScfcK:J:0«!Jfi-r* 
Ct^T'tS. X, fk-S-t^ (XVI I) <D\Ntf (W- 
2) *-e**»*lflKAafBA8l8fcro*fc:£JSStf 

sci:icj;»j-flas (i e) zm-rzit&mttmmtz 

[0 2 0 5] fgB 5Ig«, — USS (XVI I I) 4t 

% (xvi) ^iSjc-rs "offaHctt. «^t. #s»ct 
[0206] mmmmz^^m^c^mtEti^mtL 

W*tf» 'n+It-X Srftx 

> > U ><D J: a a3SF*«EKfb!kJl6a : ^ ^ U > ^ a 
■J F\ ^nD*;^, Eg^{kK^, ^aai^x ^7 



(36) 



&ffl 2002-5357 



69 

x— r-/V, yV y y n fcf ;b t- ;k f h7tKn75 

— ^-rtx— r ;l/©«fc 3 4i-f^ ; y^y- 
;K x*y-;k n'-^V-^K jyfutV- 
7k n-7#y-;k <(V79S-i\/, t-7*y- 
;k -rvT5;l/7';ba-;K *yx^kyyy n— ;k y* 
V-tV>, ;K ^^n^-9-y-;K y^7l/ 

-trny/l/7©<}:-5&7/l/:J-7l/3I ; &&<D<fc?& 

; 7j< ; ±ie»» : t?* 0 s » ™ 

gtctt. 7;l/3-;HX(ii-r;l/S (*&&*tc(i* 

y*y— >w 

[o 2 0 7] j(s»3KEfe**i»*Kfieffl*n*«fflsn 

[0 2 0 8] SJSSStt, RBWftMlK «»g>a 
SSCJ:oTft!l:*tf, il^ -2 0 < C7iS2 0 0°C 20 

(vmictiox.nmi o o°c) t-&3o 

[0 2 0 9] SJS^P^tt, JSHSWk^«K SOU S 

im&miczQm&ztiS mm. 5^7iM9 6i^H a? 

jg£& 1 5#7!>M7 285119) T'feSo 
[0 2 10] E«3R7«, *gJSOB»ft^ (XVI 
I I.) fctST&lcftoT, Sl6JB«*fr6aat*tl*. 09 

mm-r h u <t>A. h y *A^-?iaift&, 

[0 2 1 1] SB6I®i, -f&SS CI f) £#-TS{k 

«**«3fi-rsifi-e*»K fk^a cxv 1 1 i) ©w 
# (w-i) iT ; «si^, mzAmmMJimxLtfm 

■tfTZZo X> (XVI I I) (DWItf ON- 2) 

STi&51§-&fi3!BASc&A 8X«i:HtlKcKJ&«H**c 
fcJCfcO-HRiS (If) **-r«it;-&ft^ii)i-r^ci: 

[0 2 12] MB 7I|(i, — m&, (X I X) «r^-T«. 

fk*»*«ii-r*±aT?fc!>, ft** (xvi) ow*' 

(W-l) ST£S*^, ttBA8JSA7Xfi&tfJI!A 
8 XS, X« WE ASSA9 XgS L < iiftftfe ASIA 

1 oxatra«fcR*fi««*ci:K<fc»)»a-r*c4:«* so 



70 

T*£3 0 X. fk-&* (XV I) <DW# (W-2) IT'S 
S t§-&flul2 A ?£Sg A 8 XS t mm ic gfS2f ■£ £ C £ tc J; 

(x i x) «#r*<k-&«*«!j8i-raci:*«T? 

[0213] SB8iStt, hrss ( 1 g) zmtzit 
***«jfrr*xaT?*»), {t*» (xix) 

ttiSME*, IM4»*fflV^*<D(*!inE*X«IWk*«* 

.totf^n, matctti r 5 " v R^RtfR^tcfetts 
^ri;£-r c i: J: 0 tf *?n^o 

[0 2 14] ±l3S*6te«ffl«n*»»fcLT«, *s 
"v**^ V?u«(>, Ettx.— 7^1/0*3. 

*»flS8*{k**a ; 'Sv-sy, h;n>, ^>u><d 

«fc 5 *3?»«K{b!fci8H iTJfl/^n'JK, >dd *' 
'EHlWkftjR, .^nni^, ^nn^>-tfx 

x^;b, w«x^/k mMfavfr. wmmw mm 

V^-f-A/O^X. o 5iXf;l/g ; ^xgSrt/x-^/k ^ 
V^ntf^x-^K fh7tKD77X ^+-9- 

x— x/KD^d^x-x;^ : ^^y-;K x#y- 
;K n -7nM/-;K ^y7n/V-;K h-7*S 

/— ;K S/^n^U-y— /K y^7Hray;l/y'(7D < t ^ 
%7;l/3-;l/!i;7'thX y ^7l/x?-;l/^ h y s y^ 

•± 5 h >W ; * : ±l2ig«oil^jf « ; t?» »j „ » 
jgfcti, 7;l/n-;l/« («t>»jB{c{±, y^y-;l/) T- 

[0 2 1 5] ±IBEJ££«fflSn*WWKi:LT«\ a 

mmmm. mmv&o%mmmximm. mm. mm, . 

— y.;i/^y^ F'J7Mn»8, >'J7;i/^ay^> 

ffifkffiiB. raiS<kxXs >i<nyhy^ay h\ ttnvh 
'J7WJK, #a y h »J 7a = K© <}; -5 &/W X^3l 

mmm (mi>»miat, mm) T-ibZo 
[0216] Kjsastt, jRfMt**, fg!®©a 
iftaotsss^ mm, -2 o°cjiS2 0 ot: 

(ifjgtc&O'CTiMl OOt) TfeSo 

[0 2 17] SJS^F^ti, HOBfk-grtfc, g 

*jaaft<ff»c«k»)ji**w, am, 5 9 6 win (» 

[0 2 18] ^Stc<fc')tT : t>n^R 5 "&rjRfe.{i:*5^§ 



(37) 



$$08 2 0 0 2-5 3 5 7 



71 

[0 2 1 9] IB 9Ilii> — flSS (I g - 1 ) **fT 

*fb***«ii-r*xe-pfe»), it&m (xv i. a) 
fc^tefc j: »>tf at»tu mat J: »J R 5a atf R 6 " 

[02 2 0]IB1 OXgti, (XX) $frr« 

{fc£»*«ifi-rsi8T**»K ft^* (x ix)«,^ 

JCtOff^fcn, *XSt±, Mf2B?£SgB 8Xgi:|pI« 

[0 2 2 1 ] MB 1 1 Xgtt, HES (Ih) #WT*. 

(XX) *S7C-rSCttC*t)ffS:*3tl5o 

[0 2 2 2] ±IBSlS»CttfflSn*^JStt*atttx *JS 

^<o«fc -5 fe^SttttflzMRSI ; » p a ^dd 
1, E3*fbi)«R<o*5a 

t?;l/x— • r/k f h7t i^-+-9">, v 7 ^ 

h^>x#>\ yif b>^'J n— ;l>v>^;l>x— r;l> 30 
C9<fc5&x— r/l/gi ; **/-/k x*y-;k n -7 
n/<y-7K -rvya/V-;k n-7"#y-;k <4V 
7*S-)W t-7*^/-;K l'V75/l'7;l'3-;K - 
yut'JX /k f 

;MH*»±IH*«t©iB*»«"P*»), x— r 

[0 2 2 3] ±83S)6tefi6ffli¥nsa7SWi: LTfi, 01. 
a, **{fcS'7V h y * A©<k a ftj!WRfl:*«> 
7k^{t 7;i/5z^i y =f-*t>L.^ 7km<t b U x 
•east,, iffaucfci:**ffc*^jisT;i/*y&«a (**<t 

->7y*->lth'J^A) T'fcSo 

[0 2 2 4] SKiggte, H*Mfc£*k ^S. rg^Offi 
HS^CjCoTg&Stf, 51^, - 1 0 "CftS 1 0 0 "C 

(.ftmiClt-2 0t7i3l2 0*C) T'^So 

[0 2 2 5] SEWli KSffc^ft,. S so 



72 

JSi&K^CfcDS&Stf, iHt, 1 0#IH71S4 8BSHU 
(#t@KC{±3 O^KTbUl 2&M) 
[0 2 2 6] matCitl^nSR^RtfR^ tfcttS 

*l»*-rs^tt«» SufBA&fiA 8Xm<D7S.S. 

n ^ rj/37-ti * ^;1/»<D«S»* ISfcSf S 73 

[0 2 2 7] KJ&*7*» *££©@«fl:£tt ( I h) 

''flgapjts*. saie^jim, * 

[0 22 8] SB1 2XSf4, — (XXII)** 

Axn-^^^^iiSlS^^fc^ {b£$&» (XIV) t 
Suzuki couplingSJS^-^^CtfCfctJfT^t)^ *X 
Stt. WiEBftJBB3:Xei:ratllKtT!8:t>n*. 
[0 2 2 9] SIB 1 3X8H:, — flSaS (I i) 

fb***«BB-raxs-p*»), fb^#i (xxi now 

*^ (W-l) »T?fc*#fr, «»EASJBA7ieStf» 

a 8 xe, xawie as^a9 xes l < itmtB a 
a 1 oxmtfflmfcKfozii&ctic&iimm-t&ct 

Tb^T-^So X, fk^» (XX I I) OW*' (W-2) m 
T»*S#&MI3A&i»A 8 XStlft«tCSlS^Hi-S C k 

tcfco-iiias (i i) **-r«{b«ft*»js-r*j:i:«< 

[0 2 3 0] $fc, *73J*i:{±SiMK:, its® (X I 

v) <owa**n*»»byfc«te, item (xv) xa 

(XXI) f:SfS^-arSCi:tc±D> it&Vs (Id) ~ 

(1 i) ^Sjg-rsctfeT-^Se 

[0 2 3 1] mnfc&m (i i) , (v), (vii 

I) , (XII), (XIII), (XIV), (X 
V) RXf (XXI) tt, 4MBO*ffiXI±*nK: 

[0 2 3 2] HiP4{b^ (Il)Slf (XI I)tt, JK 

t©73 sr* t, mm? %> c t zb^T* # So 

[0 2 3 3] csa, {b^%l (X I V) Rt>\ {b"&*4) 

(x 1 v) lessor ?-*7 jL>m<D2mcmmmj-*w 

&mth-ZmU ft7iy.lO.5fit- (CH2) n 

-w*^rr****-r*fl:*«a (xiva) *«ja-s-* 

[0 2 3 4] 
[fbl 9] 



(38) WBfl 2 0 0 2 - 5 3 5 7 5 

73 74 

cm 

R 5 * R 6 * R 5 * R 8a 

R — (CH^n-l — JpBr ► HO-(CH 2 )n <T" j^ Br 

S S 
(XXIII) (XXIV) 

— I— (CH^n VBr »- 

Nr R 8 0 2 C COjR 8 ^ 

(XXV) i» 

CO z R 8 %^ C0 2 R 8 ^ST 

(XXVI) (XXVII) 

>~ ^ NHCOj.fi 9 r5 \ . R6a _ „ „ 

R 9 -OH (VIII) io^ 8 %^ 

- (XXVIII) 

R 5 ? R te 



W-(CH2)n T-VBr • 

S .. . ... 

(XIV) 

[0 2 3 5] Ht2 0] 

30 



40 



(39) 



#112 0 0 2-5 3 5 7 



75 



76 



R 5a R< 



6a 



R 7 — (CH^n-lr — IC / 
S 




R 5a R6 

as 



(CH2)n-1^ / — »► HO-(CH 2 ) 

S 

(XXIX) (XXX) 

lC8It " II \ !C9Ig 

— I — (CHjJn — 



5a R 6a 



(XXXI) 



S R e 0 2 C^ ^COaR 88 

(V) 



" COjjR 8 * 
R 4 — [— (CH 2 )i 
CO,R 8 



;cioi? 



C0 2 H 
R 4 — |— (CH 2 )n 



35a r 6 * 

AS 



CO z R 8 



(XXXII) 



(XXXIII) 



R 5a R 6a 

mm-i-rm NHCOjR 9 I— { IC12IS 

I 9 — OH (VIII) i 02R e s 



W-(CHz)n 



R sa R' 



(XXXIV) 

W-(CH 2 ) 



R Sa R 68 R 5a R° 

iCl 3 X* 



R 5a R«" 



Br 



(XXXIV) 



RV 



CO 2 3 6] ±fBS^ R 4 s R 5a * R 6a , R 7 , 

[0 2 3 7] SgC lliti, -flSS (XXIV) 
5{ta*£S3g-r3iaT-&!9,— (XXI I I) 



CO 2 3 8] mc 2XSti, — USS (XXV) ^r^TTS 

st> ft^i (xx i v) (D\i h'u^>m^mmic^: 
ihas^a 2xgi:i5iiitf7*3ns„ 

CO 2 3 9] ^C3I&i, — (XXVI) £rfrT 
(XXV) it*<9#£T> {b&4«9 (V) 

CO 2 4 0] »C 4XS«, —flgS (XXVI I) £r*f 

m (xxvi) **a»i:K*S**, tayklffitzctic 



(XlVa) 

30 CO 2 4 1) SIC 51®t — (XXV I I I ) £ 

***fta«*«ii-r*ie-e*t>, <t&&> (xxvi 

;W^-hlc^-rs^?*T-feOx ft*» (XXVI 

i) *Hsmmt>* mmco&tET, w^-jwy 

*£td&.. it-Sty (VIII) tfcfoZit&Ctlc&Vft 

CO 2 4 2] SC6I»i, it&fa (X I V) ^SiglT 
40 §IIT*$!)> ft-g-ia (XXV I I I) ©xXf;^I 

CO 2 4 3] SJ£3R7», #R«©Bttfb&* (X I 

v) a, itttseot, s*sa*«Kp&»ai*n*. m 
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[0 2 4 4] ^C7I1IJ« — ASS (XXX) SrWTS 

it-&VD*mm?2>Tm-e&o. (xx i x) *w 

■So .10 

[0 2 4 5] SC8Igit -IISiS (XXX I) Sr^rT 
#&T, fc-grft (xxx) cot FD+v'S^ffiiSiatS 

[o 2 4 6] sgc9ig«, -sss (xxx i i) *m 

% (XXXI) «*C0#«ET, fklS^ (V) ikEJS 
£•£3 Chic J; Off ttSi, MffiA&fgA 31 
Si:lnI«KfTt)ns 0 20 

[0 2 4 7] fgC 1 OlSit -figiS (XXX III) 

it&WB (xxxi I) zmM£lx.fc-Zi±. ia*#fi?f 3 
c i: fc £ ») ff ten, tuE A i£fg A 4 IS i: |W| 

[0,2 4 8] 3!C 1 HUfcSu -)&:£ (XXX I V) * 

m-rzit&vuzmmtzxmx&o, itsm (xxx i 

I I) cD*;l/#^->;l'S^r^;l/^ , i'xeffiS)Slc#b. 
A;l//^-h{c^-rs^T'feO, {ki^iXXXX I 

II)*, ^ffittig&f, igg<D#&T, -^7i^'J 'so 
>mr V k© i 3 ftSJT U -;l/«ttr S> KlUStei: SJS 
fk£» (VI I I) fcS****ci:lc±») 

nt>ti, *x&*. «HEA'ffijBA5xafcra*«fcfft>n 

[0 2 4'9] SIC 1 2IS8, — flSiS (XXXV) *M 

-r*<t-&«*«Bft-r *xa7?.*.t) , (xxx i 
v) ©xxt^i/^tc-tsc tic* Dff&^n, 

[02 so] mc i 3xa*4,.fk^ft (xiva) *m 
ie-rsxaTfc*), ^?gtt»«t«f, <k^* (xxxv) 4 0 

**ifl{kSiJ'i:Ef5£-£3 c £ tcj; 9 ff %t>tiSo 
[0 2 5 1] ±lEE£fcffi/B*tt*»«Ei:LT{i, *s 
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^u?^<tmt7mm ; s?x^x— r/K ^y/n 

h^->x^>. s^x^l^^'j 3— ;l/5?^^x— r;l^ 
oi^ax-^MH ; *;i/A7$ K, .^f/i/*;i/A7 

7 5 K<0 J: 5 £7 5 K* : *K SfStcfiT 5 KM 

[0 2 5 2] ±fES*SfC^ffl?nSJIMb^JfcbT{±, 
Rffc:EBJ£f±E:V>a' ? , WIAtf, "Comprehensive Organic 
Transformations" (Larock. VCH, p316-317) tCfEf^ft 

[0253] s*siasEt±, jn^kim Mmitm, mm 

©«SH(Cj;oTS&5^ iIHT, -7 8t7!;Sl 5 0 

°c (ftmiaz- 2 o °cnm loot) Tfe^o 
[0254] s/s^raf±, mmt&fa. mmitm, m 
m, rasa***:* 5#im7S£4 8 

&SfH (»3SIC{43 0#IB71S2 mm) T*fe£o 
[0 2 5 5] RJS»7ffc *fijS©l»{b6ft (X I V 
a) It. 7fr£Kt£oT, S*Sa^ftfr5aWStl*. 0>J 

*»j«e*-r s c n fc <k o xm *> tiSo » & nrc a e^fb 

#^fb^©^f5H«l!t*ffl*nT</^77)**^l[ 

[0 2 5 6] Dffite, {b-a-fe (II) Kfel^T, X^X 
r-U>mx&Z>it&V!] (I I a) , X^X^IxVST- 

feSfba-% (i I b) v x^trxb>s-pfe^fk-&%i 

(lie), X^-CO-CH2-**-rS»T-feS{b 
(I Id) , Xtf-CH (OH) -CHz-%tt 
S«T?«Sfk** (I I e) RXfXtfTV—tumsU/tM 

mmm a*>5W?*n«i?i7iS3 «mt s nfc r u 
-;i/ST*^^fba-fe (i i f) ttmmtzx&x&Zo 

[0 2 5 7] 
Ut2 1] 
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R 5 ^ R 6 * 
R 7 — (CHaJn-l— ^ Br 

(XXIII) 

$D2I1 



>D 1 X? 



HC«C— (CH 2 )m-CH 3 
(XV) 

D 5a R 6a 



R 5 » R 6a 

RV(CH2)n-1-^ ^-C=C-(CH2)m-CH 3 
S 

(na) 



/>W\\ H 2 H2 



R 7 — (CH 2 )n-1-^ j^C-C-(CH a )m--CH 3 



R 5a R 6a 

R 7 — (CH^n-l-^ Br 
S 



(XXIII) 



(lib) 

SD3Ig 
HC=C— (CH 2 )m-CH 3 
(XV) 



R» R oa 

R 7 — (CH^n-i-jr ^-C=C— (CH2)m-CH 3 



(He) 



R 7 — (CH 2 )n-l-~ jpCsC— (CH2)m-CH 3 
S 



ID 4 IS 



(Ila) 



R 5 * R 



\ / ° 



R 7 — (CH2)n-1-^ JpC-C-CCHJm-CHa 



SD5Ig 



aw) 



R 7 — (CH^rM-^ l~CH-C-(CH 2 )m-CH 3 



(He) 

R 5a R 6a 

M 

-(CHgJn-l— ^ J)~ Br 
S 

(XXIII) 



3 5a c 6a 



SD6Ig 



(CH 2 )m-CH 3 



(XXI) 



R 7 — (CHj)n-1— ^ ^-^^^-(CH^m-CHa 



S 
(IK) 



40 



[0 2 5 8] ±IB^*, R 5 "> R 6 "> R 7 > nu nRlf 

[0 2 5 9] iDUg^ fb^tSl (Ila) ^rfijifi-T 
.*gtt»»E«k (XXI I I) 

SI&tf^7->^Att!«©#ftT, (XV) 
^ErW'f" & {Ca% t Sonogashira coupl ingSJS ?€5C 

[0 2 6 0] JBD2:DBtt, fb*« (lib) J&HjfrT 
SliT-St), ^gttHfJ**, ft-a* (I I a) *M7t so 



OtT&frtU *X8ttWISBffilllB5X84:BI«CfTt> 

[0 2 6 1] SD3I©i, fb«W (lie) ^sjg-r 
*lS"CfcD, fb^fe (XV) **fn-;^7yi:g 
JSSHtfcft, fb-a-% (XX I I I) i:Suzuki coupling 

[0262] SD4isii, {b-&» did) ^it-r 
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. ft, #XgttS3f2Bj£SB 8XStl^)»tCtTt)ft5o 
CO 2 6 3] ^D5Ig(t fb** (lie) 
5IIT^0> ^gttfgjg*, ffr&* (lid) *3S7C 
•f ff&fcft, *XSt4WfBBSBB l II 

Si:Bi*fcfTt)ft*'. 

[0 2.6 4] »D6X8tt, <t&& (I I f) *«Bfi-T 
5IgT'fe5, it-Sty (XX I) sa^n— jl/tf^vi: 
MJS£-£fc&, Vc&fa (XX III) fcSuzuki coupli 10 
ngSJS^-erSCfctC^^^tJft, *X@{±, HutaBte 
SI B 3 XSfc IBHf ICfr&frftSo 

[0 2 6 5] Hft{b^l!&/ (XX III) Rtf (XX I 

x) t±, &»*\ 4Moo*ffixt4*ftfca«i/fc*ate: 

«eoTSF.SK«Ji*ft*. 

[0 2 6 6] *«W©W8B-«S ( I ) £*f 5{t:^r 
^©3@I±I^£ft&mx«:^©xX7vH±, ffft 

[0 267] 3jE«fli©«nE-HRs ( i ) ^#-rsft^- 
t <fc s^)ip«ics#-r s c i: s„ 

[0 2 6 8] Cft&OWMli, (ffllAtf, SJt, 

-X©J;?4t;l/n-Xi«ft ; T^eTrJA ; x^X so 

" 5 fclSigig ; OUA/VS/* A©£ 5 *8iffi8ifi^©*a^ 

K^j^fs<ii:^T-#So ) , Mvm~(m*.a. x 

-tfs"J*": tr-^fA, y-r*i©ct5^y-y^xs;8!i 
; r ->*e>g? ; gEK^ h >; a©* a ; f u « 

; : £JR#gE7- h'J^AlDL pY-> 

y ; J^MSt" h V ^LM. ; ^-7 U )vm&* h V *7A, 5 
•> 'J /W9fflr7^*S/«> A©«fc 3 •> U ; &fc|< 

SK, Sit7k5ft]«8©<fc5*Si6S: Rtf, ±GiRf»0i« 
fctfT?**. ) , ttr&ftl th*p 
^•>yDlf;H:;l/n-x, tKn+^n^l/^f^-b 

tf, B5IESt^JfclBI«©fk-&!f&*^fS<lttfT-€ 
So ) , J£«SiJ ffiB^SfcFP^->yptf;l/ 
-fe;l/n-x, Jul#3r~»l>X?-;l>-b?\,a— X, so 
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^;Hr ;ba -x* •? A , rtg|55gfil* > 
;l/^^;l/-tr;Uo-x-f h V -?A©<fc 7 S-feyl/n— XSitI 
A^l/^^yl/^f-^X^— A/l/s^vvl/;*^/!/ 
X*-7^hV7A, 3B«#i;ir^.;l/tfniJ VXD&o 

— )\><D&r>i£T)\>^— MS ; ^ffc^^+f/bPx^A ; 7 
x7— ;K ^l/V*-;l/©<i;547i/-;Vg ; f ^nf- 
-rt/ ; 7*1: FngtS? ; y;nr>.i*f(f« c t # 
t-#3o ) , mnmmztiz. tr 

au^©^imsij«rffli/^T^fti©^jiT?ffiijfi^fts 0 
[0269] *<D&mmi±fcVi,.*z%imc&Kim%iZ> 

£>\ iSPjg#©li-&fCtt, 1 IhISO 1 BTKO. 0 5m 
g Gffjiilca:, 5mg) , ±E2 00mg (»igt(i, 
4 Omg) #Mrta-^©^tc(±, l@St)10T 
BS0. 0 1 m g mmizlt, lmg) , ±11 OOmg 
mmiclt, 1 Omg) fcriLMCtfLT, 1 0SO 17i 

m 6 Ei^wcfs ure-^-r s c t t>m%. ^\ 

[0 2 7 0] 

si tp^nfciWBi-r * *v *5^©iSH« c ft a tiBS-r 

St©Tt±*:V>o ' 
[0 2 7 1] HiSSWJl 

HSS0Ul(a) 

2-P< ^;b-2- (2-^01-;^) if;l>?a>l -;if)HX 
Z2k 

7j<*ft^- h V 7 A (55%) 18.8 g (0.43*;!/) ^iy^ 
M^75K (200ml) 7j<<^T, 
;l/va7l ^x^;l/xx-r;I/50.0 g (0.29^/1/) #3 
0»lffl^T»»o < t) i:*P^., 2 t>lc30#m.Wl,rc<, Vk 
V?, 2-(2-3— Fx^;l/)^yxy75.2 g (0.32* 

;l/)^ri^^^;l'*;I/A7'5 F (200 ml) fcjgfrLfciSBR 
^Slg#H^T, i5»*»**T4o*s ^c.ti:S^tcT4^ 
K**$LfCo Sl6Si***3k»bfclOttMfc(500 ml)4> 

tar, i8if;i/?ia)Lft. *aw*»jd*!fci<i? 

(f«tBrS<« ; : R^X7^;l/=io : l~ 

5: 10 tcTWSi*ffV\ «HBfl:*«l««Rfetttt*fcU 
T, 53.1 g (65%)*§7Co 

*^©U5fX-^^ h;l^ v» cm-' (CHC13) : 2986, 1726, 

1271, 1252 
TXX-^^h;!/ (FAB) m/z:285 ((M+H)*) 0 

[0 2 7 2] Hffiffill(b) 
2-y- ^-;l/-2- (2-t^x _ if;l/7D >gg 
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llffiWi(a)T*f#&nfc2-^^;b-2-(2-^x^;l/)x^;l/ 
vnyl S?x*-;lctXT7l/52.7 g(0.i9^:A/)£:x£/ 

-;U(240 ml)Stf*(80 ml) 4nc*g«¥U *K»T, 7j<K 

{bay,5Aii.4 g(o.20^e;b)£:in*-. 2^K«*fUfc 6 - 
S 6fc ih*BB cTfc tezkKfk* U "> A5.7 g(o. l 3 

iHlAnx.. W-6«fW«»LfCo 7jC(300 ml)Rt«|C»LfclO 
%tg^(500 ml)*irn*., imxf;I/?ifflLft 0 *T«g 

rco mmzmsmm^ mm^y^y^^^v^f^ 10 

7A^nvF^7^ (»ffl»«:^**v:»»x 
^;l/=2 : l-o: 1) fcT»««fri/\ «Effr&W* 
Mferft»^tt, 28.6 g(60%)f#fc o 
^^l&X^h/l' voax cm" 1 (CHCls) 12987, 1732, 

1712, 1251, 1109 
7XX^^h;l/ (FAB) m/ Z : 257 ((M+H) + ) G 

[0 2 7 3] HSEflSIl(c) 
2- y K^j^jWj^TkZ g ^ -2- * ±Ikz±z C2-^Xx;b) 
^^V^ xf;l/XXf;l/ 

ll»Wi(b)T#6tifc2-^^-;l/-2.(2-^xx;l/)x^;l/ 20 
^ny| t/xf;i/xxf;H9.o g (74.3^ U^;l/) 
^^>-tf>(450 ml)4n<:}g»U hUx^;l/T^>11.4 

mi (8i . 7 ^ u ^e;i/) ms-Jy xX;^J F 1 7 . 6 m 

1 (m. 75 y ^afcTio»n«»«, 

te80rKTl*IB*tll»b?to Jfc^T**/— /1/60.3 ml 

(i.49^e;i/)*raSJ«:T30^ttT«>o < 0 i:STU 

S 6fc8^MW¥Lfto""SJSS*«J*7k(500 mi) *tc?i 

U Si^777^aS/y*yM7A^DYb^77 30 
•Y — GStiJSOt ; ^\^*9*> : ffl«x*-;l/=8 : 1 -4 : 

1) fcT»«*fTV\'afe{fc^«j^»««fcLT, 

14.7 g (69%)f#7Co 

^KMWRlX^^h;!/ (400MHz, CDCls) <5ppm:7.11 
(1H, d, J = 5.1 Hz), 6.90 (1H, dd, J = 5.1, 3.5 H 
z), 6.77 (1H, d. J - 3.5 Hz), 5.69 (1H, brs).4.19 
(2H, q. J = 7.3 Hz), 3.66 (3H, s) , 2.84 (2H, dd, J 
- 10.5, 10.5 Hz), 2.64 (2H, m) . 2.20 (2H, dd, J = 
10.5, 8.4 Hz), 1.61 (3H, s) , 1.28 (3H,t. J = 7.3 
Hz) 40 
^Ki&X^h/l' Vmax cm" 1 (CHCla) : 3417, 2987, 

1719, 1503, 1453, 1081 
VXX^^ h?V (FAB) m/z : 286 ((M+H) + ) 0 

[0274] mmmnd) 

h^->^;l/fc;I/7^y-2^f;V-4-(2-fxx;V) 

mmm 1 w zntcz-^v*^* a,&=.a,t ^ / -2- 

* *)l-4- (2-fxx;b) y $ >^ xf;bXXf;W4 . 7 
g (51.65 y^;l/)*x*y—;l/(i50 ml)Rtffh7tH 
n7^>(ioo mi)4Hcrgfc?u zkSWfc**** h U so 
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5.07 g (0.13^;l/)Rtf&{fcy ^£2*5.68 g (0.13^;1/) 
*lcLT, ^Rfb**MS^bU«>i*5.07 g (0.13^) . 

RtftSfty^r>A5.68 g (o.i3^e;i/)«*oA, g3t»B 
ml)*lc&£\ B8xf;VTitfJLfto *BW*tta* 

»i*?a»-srjr*s/9A-eft«Lfco mm 

^MJEziHlb> «t*77^>a^'Jiiy;l/*7A*n 
2 : i~i : 5) fcT««*fTV\ <ra{fc£W&Bfe*SBfc 

It, 11.7 g (93%)t#fc 0 

^Kl&X-^F/l/ Vobx cm' 1 (KBr): 3406, 3244, 1 

687, 1562, 1264, 1089 

VXX^ hi)/ (FAB) m/z : 244 ((M+H) + ) 

tlM^VtU ; (Cn Hit NOaSi: LT%) 

: C : 54.30, H : 7.04, N : 5.76. S: 13.18 
m®M:C : 54.18, H : 6.98, N : 5.78, S: 13.34 G 

[0275] nmmi(e) 

2-y h^->7b;P^;l/7 y 5 7-2-^^;I/-4-(5-^p^e^- 

mmmi (d) -em^wzi-* h^mv^jvr 5 / -2- 

^ f ;P-4 - (2-f xx;l/) 7^ y-1 - *-;H 1 . 7 g(48.0^ 
«J^;l/)*y^f;l/*;l/A75 F(120 ml) U 
tWtTF, N-^p^ex^^W^ K10.8 g(60.8^u^e;i/> 

a-fr»***bfcio«BiK300 *»x*- 

77^^U*yM7A^D7K77^- GStttfg 

ME : ^*V> : ff|«x*/l/=4 : 1 ~l : 3) tcTfift!£: 
tfV\ TOfb««l**llfe»*MllfcUT. 12.4 g (80%) 
fffco " ** ' 

««aW»X'** K;l/ (400MHz, CDC13) <5ppm: 6.84 
(1H, d. J = 3.7 Hz). 6.57 (1H, d. J = 3.7 Hz), 4.8 
0 (1H, brs). 3.68 (2H, m) , 3.64 (3H, s) , 2.80 (2H, 

m), 1.9-2.2 (2H, m) , 1.24 (3H, s) 
fSttRlRX'** h/l/ v«ax cm" 1 (CHCla) : 3627, 3436, 

2956, 1722, 1711, 1513, 1259, 1087, 1048 
VXX^^h^ (FAB) m/z : 322 ((M+H) + ) c 

[o 2 7 6] mmmnf) 

4- \2- j^Ta j&g^: y x >-2-^r;i/) i xg^kx^ ±fr* 
mmmi (e) tssn^^ h^^*;i/3px;i/r ^ y -2- 

y ^;l/-4- (5- 7P*f*7 x >-2-^)l) 7$ 

;l/12.4 g (38.6^y ^^^^f/Vt^T^ F(125 

mi)^^r^fi?u. ak?$*R li^HlT^Tju^At-/ 

h^^F6.50g (57.9^ U ^e^^rfeo^. ^6tc|sJStc 
T3«FH*ff b^o R«iS^««r3k«L/£:10%tB»(300 m 
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1 ~l : 2) fcT*fMH*frV\ ^ft^*Sfe*gfli:l, 
T\ 10.7 g (95%)f#fc 0 

SflS^W 1 **'^ Wl' (400MHz, CDCla) <5ppm:6.86 
(1H, d, J - 3.7 Hz), 6.58 (1H, d, J = 3.7 Hz), 5.7 
3 (1H, brs), 4.18 (1H, d. J = 8.6 Hz), 4.08 (1H, 
d, J = 8.6 Hz), 2.84 (2H. m) , 1.94 (2H, m) . 1.41 
(3H, s) 10 
#j*WKX*** Voax cm' 1 . (KBr) : 3211, 1749, 1 
399, 1037, 798 

7^7^^ (FAB) m/z : 290 ((M+H) + ) 
7C*^*fffl I (Cio H12 N0 2 SBri: LT%) 
l+gffl:C : 41.39, H : 4.17, N : 4.83, S: 11.05, B 
r : 27.54 

H$»Jffi:C : 41.36, H : 4.04, N : 4.82, S: 11.08. B 
r : 27.29c 

[0 2 7 7] mmmng) 

\2- rs-(:fr» h -±± x M fj7x v-2-^;H i xg^kdl 20 

HSfiMl (fJ-eS&n/-: [2- (5-7d^7x >-2-^ 

;l/) ] x^/V-4-;* is > -2-* > 450 mg (1 . ^ " 

SS^U-t^^^^l/^l/AT^ K4.5 mlt<:»»S 

■«\ (50%^^>U>fg?K) 1.40 g (4.65= 'J^ 

;l/), MJ x^;l/7 5 16 ml (15.5=. U <fc «5 

ftffl(I)30 mg (0.16= U^;l/)Rtf^nnex ChU 

7x-MX7^) /^2*>A109 mg (0.16=^^ 

= 4 : 1-3 : 2)tC<£ OWSILT, «l5fb*»456 mg (82 
CO 2 7 8] *»Jl(h) 

2-T = 7-2-;*»;l/-4-f5-0*-^ h-\s~M?-*yji> 

mmm 1 ( g ) % tat [2- [5- & * b -i - V x;i,) 7 

i>-2^;l/]]xf;l/-4^f;l/t^y , Jv , >'-2-t>'4 40 

56 mg (1.27= U*/I/)*f h5H KD75>1 ml. £ 
7X^2 mlfcin^ 1 8^H*D^S8S!LfCo KJSfcfc* 

: ^^y— ;b=20 : i—mtt + l'l' • 
)V : 7>^exT7k = iO : l : 0.1) tCctomSLT, flffiB 
{fc-&%353 mg (83%)£rt#fc 0 

©HKSytWX'** h/b (400MHz, CDCI3) Sppm:8.12- so 
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7.83 (2H, m) , 6.87 (lH.d, J = 3.7 Hz) , 6.66 (1H, 
d, J = 3.7 Hz), 3.63 (2H, brs). 3.03-2.44 (4H, m) , 

2.36 (2H, t, J = 7.3 Hz), 2.17-1.99 (2H, m) , 1.59 
-1.20 (11H, m), 0.89 (3H,t. J = 6.6 Hz) 
^9VSM7,^b)V Vmx cm" 1 (KBr): 3374, 3007, 2 
931. 1591, 1507, 1467,1390, 1063, 81 1 Q 

[0 2 7 9] mM9S2 
2-7 =. y -2- * ^;b-4- (5-** » g7k±±Z x >-2-Y ;!/) 

(«^{t&»#^l-33) 
H5S0!llT^f e>tlfc:2-7 y ^y-2-^^;V-4-[5-(^^ h-1- 
.^7 x .>-2-^;i/] 7^ (0.53= U 
■^l/^X*/ — ;l/9 mlJC«MB«*^ 1 0 
-«*90 mg*4PA. 7K*#H*T, 2BB8*#Lfeo 

*U WfiEft&ftnSO mg (85%)^t#fCo 
^SSM^ISX^ h/l/ (400MHz, CDCIs) <5ppm:8.17- 
7.91 (2H, m), 6.61 (lH.d, J = 3.2 Hz). 6.50 (1H, 
d, J = 3.2 Hz), 3.67 (2H. brs), 2.94-2.62 (4H, m) , 

2.18-1.55 (6H, m), 1.39 (3H, s) , 1.38-1.18 (10H, 
m), 0.88 (3H, t,J = 6.6 Hz) 

feW&SSLTs^ZYft/ Vmax cm" 1 (KBr): 337i; 3017, 2 
927. 1589, 1566, 1509,1466. 1393. 1070. 1059, 80 
3o 

[02 80] mmm3 

2-T = Z -2-^ ^;l/-4- [5- Ofr » h-i-x-;b) ±*y * > 

-z->r?w7* >-i-*-fr vw>MMg mfxitsm 
##1-49) 

4-* »;i/-4- r 2- [ 5- a » h-i-x^) ft7x >-2-^r 

l-^-^^>0.38 ml(2.58 = y-t/l^C, IfiT^fn- 
V500 mg (1.72= U^e;l/)*AP^fc^ 6 0° C 

<D£.fimiCt>]/3->5.0 ml. HSS0!|l(f)T f ^bfc4-[2 ' 

-(5-70^7 x >-2-X;l>) ] x^;^-^ ^I/^-^if 

!/y^>-2-*>500 mg (1.72= U-t;!/), IfX ( h U 7 
i-;l/^X7^) ttffc/<5^"> 2^119 mg (0.17= U 
7l/)> ^hy ^Axh^->K0.83 ml (20%x£ J — 

«o**a-eip*fco ■ cn«6o , C"e2 WfBiKff ufco s 

m^LT, SfB{t^378 mg (68%)^t#fCo 
teM^m^? h?\s (400MHz, CDC13) 5ppm:6.65 
(lH, d. J = 2.9 Hz) , 6.62 (lH, d, J = 2.9 Hz) , 6.4 
I (lH, d, J = 16. 1 Hz). 5.99-5.92 (1H, m) . 5.29 (1 
H, brs), 4.18 (1H. d, J = 8.1 Hz), 4.07 (lH, d, J 
= 8.1 Hz), 2.89-2.78 (2H, m) , 2.18-1.91 (4H. m) , 
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1.49-1.22 (8H. m), 1.41 (3H, s) , 0.88 (3H, t, J = 
6.6Hz) 

*^BR42X^^h^ v.nax cm- 1 (KBr) : 3268. 2926, 
2855, 1752, 1479, 1398, 1379, 1274, 1232, 1043, 95 
2, 798, 772 0 

[0 2 8 1] HS£#lj3(b) 

2-TSiS-Z-* ^;I/-4- f 5- Z ± Z X^M ^7x> 

-2-^;bi^^>-i-^— ^u^ymm 

HSB0B3(a)T*ff 6nft4-^f;I/-4-[2-[5-(** h-l-X 
x;b) ft7x ] X^lo**^/ U ^ >-2-* 10 

>37o mg (iA5^ve)V)^mmmHh)tmmcM7i<:^ 

Bir&ctlcj:*)^ 2-T^/-2-* [5- & ? h-i 
(o . 69 ^ u t/i/) *»fc 0 c ft*— mm v u-f vnttofls 

Vl/^V»iBi:LT«Efl:**160 mg (34 

$885fcW»X'** h>l> (400MBz, DMSO-de) 5ppm:7.87 
-7.69 (2H, m), 6.77 (1H, d, J = 3.5 Hz). 6.70 (1H. 
d, J = 3.5 Hz). 6.48 (1H. d, J = 15.8 Hz), 6. 02 (2 
H, s), 5.89 (1H, dt. J =15.8, 9.3 Hz), 5.56 (2H, b 20 
rs), 5.17 (lH.brs), 3.50-3.33 (2H. m) . 2.83-2.72 ' 
(2H, m), 2.21-2.07 (2H, m) , 1 .92-1 .78(2H, m) , 1.42 
-1.23 (8H, m), 1.18 (3H, s) , 0.86 (3H, t, J = 6.8 
Hz) 

^^©iRX^^h/l/ Voax cm* 1 (KBr): 2957, 2926, 1 
576, 1499, 1479, 1386,1363, 1298, 1194, 1074, 955, 
866, 721, 579 0 

[0282] tmmi 

"7 V hHvGR (Host versus Graft Reaction) tCjtf'j~%fflr 

<wgttg>ag ' 30 
(1) 2%kffi<D^v h [Lewis m, mm, a**-* 
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— U/S— tt^?±) £WKAH/Hkm (fit, 7MiS) B 

(2) HvGROBi* 

WKAH/Hkm^y h $ fete Lewis h^KKA'&KKSlniB 
£:ij£gtU RPMI1640igttf! (LIFE TECHNOLOGIES , Rockvill 
e MD U.S.A.) T'lxl&m/mimmz&MLtCo Lewis^y 
hOW»JKfoot padOST^, WKAH/Hkm^y hSfcTiU 
wis^y hOS¥IBBW8aSieffii00Mi (MK^BaS^bTi 
xlO 7 ) *a»Lfc 0 

(3) {fc^*<DS# 

fb^ttttO. 5% h 5 h Slc«» Lfc. MSB Lfeftd 
{t&Vam^m . (WKAH/Hkm^ y h WKfflBS*8ES>f£ 
ft, &#*fi#*ft£Lewis^y K) tC5ml/kg<DfiJ^ 

icmam^tco ^43. m?m Oewis5y hwwmiia 

*&St2ftfcLewis^y hp) tttmSt (WKAH/Hkm-5 ^ 

h) fctt, ^of^t>t)tco.5%h^^f>'h^ : SPS 

(4) HvGRfc«^r««WJgttO'aiffi*i* 
#@{4:<Dpopliteal U ^SfijiHtfr 5> IBl^SfO^i^popli 
tealUV^SPSfi*?!* ( rHvGRlC^Spopliteal'J > 
^fiflBSJ ) , ttSSgf© 1 ?^ rHvGRtC J; S popliteal U 

<k -5 popliteal U >^gfiJifij *"« eSPfM^Rffi Lfco 

[0283] *«wofkd«»«nfc«i 

10 2 8 4] 

■raw©**] (i)-**rr*flAW 
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F^f— 4C023 CA01 CA04 DA02 

4C086 AA01 AA02 AA03 BB02 MA01 
NA14 ZB08 



